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6 5 7 - 6. 5 9 (1H, m) , 6. 8 5 (1H, m) , 7. 3 4 - 7 3 8 ( 1 H, 
m ) , 7. 4 5 - 7. 4 8 ( 1 H, m) , 7. 5 2 - 7. 5 9 ( 2 H, m) , 7. 79- 
7. 8 3 (1H, m) , 8. 5 5 - 8. 5 7 ( 1 H, m) . 
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I 0 0 9 8 ] _ 

[##f!l 5] i- (6^Ry-3-n''Jy» - 5 -7x-;v-iH-H7yHV- 

[0 0 9 91 
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[4b 1 0 ] 




CO,H 



MeO 

l) [ ?- 0 (6-^ h*is-3-WJ») -5-7x^V-lH-^^-3-*;V 

7^7x^ (9. 8 5 g) CON, N-^W^T5 K (8 0ml) »*k 
0^6 0%**ftth'J^ (6. 56g) tJni3 0M#UioR«U ^ 
^yxfiV (2 3. 9 7 g) ON, N-^WM75K 

&m-cnr lmt i 3 *na#L;fc. kjs«k: 1 (isomi ) J 

L *fc»xfMii^IL/:o *«Mi*7Kfc<Mn4C«7K-T?«fetMft. ******** 
|xf^Xf)V (2 2. 9 6 g, 53£*K>) ^«att#/:o 

;v*^y-;v (200ml) ML, «^ 2 ^ 5 - HF l^iTi-i^^/ 

(16. 3 7g, 6 1%) ^itt^fC^o 

^H-NmV (4 0 0MHz, CDC 1 3) * : 1. 42 (3H t , J = 7. 0 Hz ) 
3. 93 (3H, s) , 4. 45 (2H, q, J = 7. 0 H z ) , 6 . 7 3 ( 1 H, d 
J =8. 8 Hz) , 7. 0 4 (1H, s) , 7. 19-7. 2 6 (2H m , 7. 3. 
-7. 3 7 (3H, m) , 7. 5 7 (1H, dd, J = 8 . 8, 2. 6 Hz) , 8. 11 

(1H, d, J = 2. 6Hz) . 
MS (ESI) m/z : 3 2 4 (M+H) + . 
[0 10 2] 

2 _^^-3-^^)-5-7x^-lH-e?^-3 : * 

;v^>m^V^T-;V (16. 37g) «^7-iM2 5 0 ml) J* ^lAfjf 
+ h (12 6ml) ^ttx. 3 0»L/;o R)S»i**ETfl*L 

Sfe^M^k^^^-^^*^^*^^- *»KH«36*«*»« U40 
ml) *£?*4fcU »xf;^iDi«ffiL, *«« **. *MJ*tt*TfttS^«S*. 

Wtf^AfffilU. »BiJ^ iiti*ET«*tWMl:«« (13. 8 8g, 9 

2 %) «r«#fc LT#/to 

'H-NMRUOOMHz, CDC 1 3) 5:3. 94 (3H, s ) , 6 . 7 5 ( 1 H , 
d, J = 8. 8 Hz) , 7. 10 (1H, s) , 7. 2 1-7. 2 7 (2H m , 7. 

3 2 - 7. 3 9 (3 H, m) , 7. 58 (1H, dd, J = 8. 8, 2. 6Hz) , 8. 
12 (1H, d, J = 2. 6Hz) . 

MS (E S I) m/z : 2 9 6 (M+H) + . 

[0 10 4] 



0 



C ??^ ] ; 5^(5 ^ 1 5 gr^*a« (5 4ml) »«tt'. MS£+ h V -7 A 



( 
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4 2 8 g) (2 0ml) * Aft 0 - 5 °C t? 3 0 fr*»tT «T U JM: >K -5 
»lL g Um*, ttfc** (I I) 27K» (4 3. 6 8g ) (3 0m 

16. 3 8 g. 5efiW) 

^H-NMR 5 (4 0 0MHz. DMSO-d 6 ) 5:7. 9 3 (1H. dd, J =8 .8 

5 6 Hz) , 8. 0 9 (1H, dd, J = 8. 8, 2. 7 Hz) , 8. 4 3 (1H, d 
J = 5. 6 Hz) , 8. 5 1 (1H, d-like, J =2. 7 Hz) . 

MS (E S I) m/z : 1 0 9 (M) + . 

#m] 6l l- (5-^h^v-2-K°Uv;V) -5-7x^-lH-e?^- 



3 -7j;V^>®t 
[0 10 7] 




CO„H 



[0 10 8] 

\ r ^ y 2 — ^ n n tf U y V 

2-^nn-5-^^^jyy (2 0 g) ©i*^-* (16 0ml) ^7jc (4 0m 
1) ft**tt£«tt* (lml) »^«%« (7 0. 5g) *^o|x, 

(15. 2 g, 9 4%) *Hfltfcb-C#^o 

'H-NMRUOOMHz, CDC 1 3) 5:3. 71 (2H, b r s) , 6 9 6 ( 
1H; dd; j = 8 . 3, 2. 9Hz), 7. 08 (1H, d, J = 8. 3Hz), 7. 
8 5* ( 1 h', d, J = 2. 9Hz) . 
LC-MSm/z : 1 2 9 (M+H) + . 
[0 1 10] 

h « 5 _ 7 ^ ;- 2 -^nfijy> (1 8 g) <DX-$ J-^ (3 6 0 ml) mwK 4 
8%Vh97i*nK^«7K** (4 0. 5ml) £inx. MBit e 

rt -W (2 3. 5ml) *f«T^ 2 0«#tfco«P^^^-^ 

;vtn(i9iS (3 2 Bf Jfe*«0 **fc- ^^V^Afe (3 2 g ' ^J*™ j 
16 0ml) »«t«E*K901S4-C|»L4 5#W«#bfco 

^nutfV^v (lOg, 4 2%) fcHttfcbTftfco 

[0111] / x « q a n w 

1 H — NMR (400 MHz, CDC 1 3) 5:2. 33 (3H, s) , 7. 34 U H, 
d, J = 8. 8Hz), 7. 47 (1H, dd, J = 8. 8, 2. 9Hz), 8. 21 ( 
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1 H, d, J = 2 . 9 H z) . 
LC-MSm/z :17 2 (M + H) + . 

[0 112] 

3) 2 an- 5 Fn^rvtf V v> 
^i a5 _ 7 ^^->-2-^nE''Jy> (1 0 g) <n*9J-fr (2 0 0ml) «m 

r hm.JjW-t* (4 0 0mg) 4j]ni^-e2 0PlFltt#L/:o RKIII:«i±T§* 

-fc Kn + i/lf'jy> (6. 8 6g, 9 1%) LT#tc 0 

^-VmV (4 00 MHz, DMSO-de) 5 17. 24 (1H, d d, J = 8 • 8 > 

2. 9 H z) , 7. 29 (1 H, d, J = 8. 8Hz), 7. 91 (1 H, d, J -2. 
9H z) , 10. 22 (1 H, br). 
LC-MSm/z : 1 3 0 (M+H) + . 

[0 114] 

4 ) 2 -^nn-5-p< ^yf')y> 
W 2 -^nn-5-^Fn^vlfV^> (1. 3 0 g) k3^^ (1- 2 5 m 

1) ON N-^W^T5K (2 6ml) S*T 2 8 %+h V 

v^y^«L/:o UN*. ****ET**L#fe*Lfc»it* **** n v 
. 4 0 g, 9 8%) tBfriLtftfco 

i h-VmV (4 0 0MHz, CDCls) 5:3. 85 (3H, s ) , 7. 17-7. 2 
5 (2H, m) , 8. 0 5 ( 1 H, d, J = 2. 9Hz) . 
LC-MSm/z : 144 (M + H) + . 
[0 116] 

5 ) 2 - H K 9 v y - 5 - ^ V ^ -> tf U v > 
+-E2 -*nn- 5-^ h^vtf'J v> (4. 0 g) cot F7y>^X» (3 0ml 

) *«* i o o°ct:-2 4»ii«»u, as**. 

<7 A «L/; 0 *3II*. #**«ET«* L 2 - K y VJ - 5 - > h * v n V v ✓ ( 
7 0 5 m g , 18%) tm^^tLXnfZo 
LC-MSm/z : 140 (M + H) + . 

6) 1 ? — X C5— ^ Ky-2-^]y» - 5 -7x^-lH-^7-;V-3-^ 

j.H a2 -tK7yV-5-^RyH''Jyy (7 0 5 mg) t##f!)50 1) ©2, 4 
_/ t ^ v _ 4 _ 7i -^ r ^if;vx^f;V (1. 12g) <7)^^/-;V (2 5m 

ft *Mv^^yvA«L/:o itSl)&, #**«ET**U#feiT.fca»*yU 
*WP7^77^ (^dr-9->-^m^^^) tilLl- (5->>^rV 2 

- 5-7x^V-lH-f7/-iV-3-*^r/iif^r^ (7 0 5 

mg, 4 3%) *T^e;V7 T.X LTflft. 

[0118] t _ 71W n 
1 H — NMR (400 MHz, CDCls) fill. 42 (3 H t, J -7. 1 Hz; 
3. 8 8 (3H, s) , 4. 4 5 (2H, Q . J = 7. 1Hz) . 7. 0 (1H. s) 
7. 22-7. 32 (6 H, m), 7. 45 (1H, d, J = 6 . 8Hz), 8. 05 
' ( 1 H, d, J = 3 . 1Hz) . 
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LC-MSm/z : 3 2 4 (M+H) + . 
[0 119] 

fl/#>Bfei^>l/J.^x^ ( 7 0 0mg) W^'^ (7ml) * iffrf 7t F077 
> (7ml) 1 Ml&miki- Y U -7 A7X?lt ( 3 . 5ml) *ijn*.£fiT 2 B#iH 

Kfc****T, l*3e«SWc#* (3. 6ml) *iD*.fc«k 

fc, »iK«r*ffiT9* L«»ffc#to ( 6 0 2 m g , 9 4%) SrHfrfc 

1 K-NMR (400 MHz, CDC 1 3) § I 3 . 89 (3H, s ) , 7. 0 9 ( 1 H, 
s), 7. 23-7. 35 (6 H, m) , 7. 46 (1H, d, J = 6. 9Hz) , 8. 
0 8 ' ( 1 H, d, J = 3. 1 H z) . 
LC-MSm/z : 2 9 6 (M+H) + . 

^iJflS] 11 !- (5-> h^i/-2-ey yn/) -5- (2-t''Jy» -lH-f7 



V— ;v - 3 — * ;v > 
[0 12 2] 
Hfc 1 2 ] 



MeO 




CO,H 



[0123] 

1) 5-7n^-2-tF7>Vli , Jy> 

2 5 -y^n^etry y> (10. 0 g) <7)ifyv> (loomi) gi&-cfc 

K^'w-tKJBIW (10ml) ZMk., 1 3llMlILfco RJfc»***ffi 

-tF7y7f')y-> (7. 6 1 g, 96%) SrSfttLTllt. 
[0 1 2 4] 

1 h-NMR (400 MHz, DMSO-de) S : 6. 67 (1H, d, J = 9. 0Hz 
) , 7. 55 (1H, dd, J = 9. 0, 2. 4Hz), 7. 64 (1H, s), 8. 0 
0 (1 H, d, J = 2. 4Hz) . 
E I -MSm/ z : 1 8 8 (M + ) . 
[0 12 5] 

2) x _ ( 5 -7nt-2-fJy» -5- ( 2 - tf y y*). - 1 H - tf~7 V-*- 3 

_ t | a5 _y n ^_2-^F9vVH°'j> ? >' (7. 1 2 g) fc##«4<0 4- (2-H'J 
- 2 , 4-yt^vy^ yixf;vx7r;V (8. 3 8 g) 0x^7-^(^26 
ml) 5&fflkK^if?f£& (8. 6 7ml) ^Sn^> 1 2BtFliilSbfcc R 

V- y - jv (14 6ml) ( 4 9 m 1 ) *M x. 
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(5 -5- -lH-H'7^V-3-AW 

yfxfjvx^r^ (11. 6g, 8 2%) S-@#ttt#fc 0 

iR-NMR (4 0 0MHz, CDCls) 8:1. 42 (3H, t , J = 7 . 2 H z ) , 
4. 45 (2H, Q » J = 7. 2Hz) ,7.20 (1H s) , 7 2 3 - 7. 2 5 
1H, m) , 7. 49 (1H, dd. J-7. 8, 0. 7Hz) , 7. 7 2 - 7 7 5 ( 
2H, m) , 7. 9 5 - 7. 9 7 (1 H, m) , 8. 26 (1H, d, J = 2. 2Hz) 
,8. 45-8. 46 (1 H, m). 
E I -MSm/z : 3 7 3 (M + ) . 
[0 12 7] 

3) mmit^m . , „ . c ^ 

T ;V=f>#H^T. MT?±|B1- (5-7'n^-2-H'jyiH -5- ( 2 - K U ✓ 

;v) -iH-ii°7V'-;v-3-*;v^>m^^^^^^ ;V (3. o o g) v*?;-* ( 

3 0ml) (30ml) t b V f A^*VK (1 .^7 4 g) fc 

JMbiM (I) (0. 2 3 l g) £Jnx.4 rirttllit^. RJSwfc* (5 0 

ml) *im*M-?ll«3 0#W*#Lfco RJiB*K*. SB£ (10ml) , 
y-,v-^nn*;i/A (lttlO) fi**S*tni*.#ifcU «f£««^>0^ 
•e«fc*Lfco »ail«, «ffiT»**«*b««^#l» (1. 6 8 g, 7 1%) zmfctL 

[01281 

1 H-NMR(400MHz, DMSO-de) 8 I 4 . 17 (3H, s) , 7. 56-8 
. 7 1 (8H, m) , 1 3 . 3 5 (1 H, s) . 
FAB-MSm/z : 2 9 7 (M+H) + . 

[#WJ9] 9 \- (6 -J* -5- -1H- 

tr 5 ;v - 3 - * ^ # >St 

[0 13 0] 

Mb 1 3 ] 



MeO 




[0 13 1] 

A #0 

1) !_ ( 6 -^n-3-^jm» "5- -lH-tf?!/-* 

- 3 , 

3-^nn-6-tK7yV tf'J^v> (1. 5 9 g) h 4 <7) 4 - (2-H'Jv 

;v) _ 2 4_y't^yy^|if^r;v (2. 4 5 g) (6 0ml 

) if^WraMim (1ml) Srin*., SfcKlWWlIIIfcWfcU 

V_^-9-» tiili- (6^nn-3-K''jfy^) -5- (2-t'JvJf) 
_ j H _ E «7 3 - » ;v,f >fxf ji/xxr^ (1. 5 0g, 4 1%) %Wi$-k L 

W o 
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[0132] 

'H-NMR (4 0 0MHz, CDC 1 s) § I 1 . 44 (3 H, t, J = 7. 0Hz), 

4. 4 6 (2H, q, J = 7 . OHz) , 7. 23 (1H, s) , 7. 2 4 - 7. 2 7 ( 

1H m) , 7. 6 2 - 7. 6 5 ( 1 H, m) , 7. 6 9 (1H, d, J = 9. OHz) 
l\ 76-7. 81 (1H, m) . 8. 10 (1H, d, J = 9. OHz) , 8. 40 
'(1H, d, J =4. 6Hz) . 
LC-MSm/z : 3 3 0 (M+H) + . 
[0133] 

2) ! _ ( 6 _^ h ^->_ 3 -tf'J^v-;V) -5- -lH-fcT^V- 

;v- 3 -#;v^>@$^f-^ J ^ + ^ / ._ . 

_t|Bl- (6-?nn-3-tfV^v^) -5- -IH-^^V- 
;v _ 3 -Ufrtfy&x.*f-n,x.X7-H> (1. 5 0 g) C0^^^-;V (4 5ml) »*K2 8 
%t pj^A^ ^->F-^/-^t (3ml) fcin£2B#fflM*«atL;fco 

tiMsivV*^>^ovb^7 7^ W^f^-^^rtv) t?«*Ll- (6- 
* jT^^.g^tr,; ^>-;v) -5- (2-tfUv;V) - 1 H - tf 9 V- 3 - * 
yf^fjvxxf^ (4 8 0 mg, 3 4%) ^@#fcL"C#fco 
[0 1 3 4] 

1 H — NMR (400 MHz, CDCls) 8 13. 99 (3H, s), 4. 10 (3H, 
s) , 7. 1 5 (1H, d, J =9. 3 Hz) , 7. 2 1-7. 2 3 ( 1 H m) 7 
2 4 (1H, s) , 7. 5 8-7. 6 1 (1H, m) , 7. 7 3 - 7. 7 8 ( 1 H, m) 
, 7. 93 (1H, d, J = 9. 3Hz), 8. 40-8. 41 (1H, m). 
LC-MSm/z 13 12 (M+H) + . 
[0 13 5] 

3 !hSf1!-^^-3-e^v^V) -5- (2-*y*A0 
_ ;V _3_^;V^yg^f;vx^r;V (4 7 5 mg) O-^y-ZU (10ml) tr^7 
t: Kn?7> (10ml) 1 fl*E7.KM4t:+ h V * AtKW (3ml) ZlmtMU 

t2 0P|lWLfco RJCB«lIC*.^T 1 &5&!ftHfe#.*ift (3ml) *tnx.+*n^ WJBWL 
r^n*W-^/^ (1 0M1) MI^^x.ML> ^a»*«ft7K*«^^ 
^v'^T«L/; 0 «SUm> fc^frWETS^LW*^* (3 0 0mg, 6 6%) £ 

1 H-VmR (4 0 OMH z , DMS O - ds) 5 I 4 . 04 (3H, s ) , 7. 3 2-7 
. 35 (1H, m) , 7. 41 (1H, s) , 7. 49 (1H, d, J = 9. 3Hz) , 
7. 80-7. 82 (1 H, m), 7. 87-7. 91 (1H, m), 7. 99 (1H. 
d> J = 9. 3Hz), 8. 35-8. 36 ( 1 H, m) . 
LC-MSm/z : 2 9 8 (M+H) + . 

[0 13 7] 
B£fe) 

I) 4 - ( 2 -li 0 ';^;V) -2, 4-yt*V7*r/*>^«fA' 
T;V^y#H^T. '>a^f^ (5. OOg) tt>^A^h^>K (2. 2 

9 g ) <^*y-;v (2 6mi) MK> ^-e2-T^+;vtfU v> (2. 5 6 g) <o 

*9J-*, (2 6ml) M^ixl5«#t> 6 0tt4 5«#Uo £** 
RJ&« fc*. * m x. v ^ ^ ^ - r ;v -c«fc» L fc o tKJS fc«Stf n*frf fc r >- * - * A 7 JtM 

&*ff*L4- (2-tTV> ? ;V) -2, 4-yt^fV77^f^rJV (3. 4 4 
g\ 7 9%) t@#tfCf/;o 
[0138] 
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1 H-NMR (400 MHz, CDC 1 3) 8 \ 3. 94 (3H, s) , 7. 54-7. 5 
0 (IH, m), 7. 6 4 (IH, s) , 7. 9 3 - 7. 8 9 ( 1 H, m) , 8. 19- 
8. 1 6 (1 H, m) , 8. 7 4 -8. 7 2 (1 H, m) . 
EI-MSm/z I 2 0 7 (M + ) . 

2) l ? n (6-^nn-3-t^j^;V) -5- (2-^Vv» -1H-«V-* 

±|B4- (2-f'Jy)V) -2, 4-/i J rV7^>i^f-^^riV (4. I43g 
) t 3-?nn-6-K K^V tTU (2. 8 9 1 g) V>*9 J-fr (10 0ml) 
*«t*l 0 9^Mtn«t*i!iEb^o (2ml) Srtnx.. $f,t:6tBM« 

ffiT^Cl- (6 -*nn- 3 -tf'J -5- -1H-Hv 

y-_ ;v _ 3 - ^, >f ^ f jVX^ r JV ( 3 . 169g, 5 0%) ^m#tLT#fCo 

1 H -VmR 0 (400MHz, CDC 1 3) 5:4. 00 (3H, s), 7. 24-7. 2 
8 (IH, m), 7. 24 (IH, s), 7. 64 (IH, dt, J =7. 8, 1. 2H 
Z ) , 7. 7 0 (IH, d, J -9. OH 2) , 7. 7 9 (IH, t d, J = 7 . 8, 1 
7 Hz), 8. 09 (IH, d, J =9. 0Hz), 8. 38-8. 41 (IH, m) 

E S I -MSm/z I 3 1 6 (M+H) + . 

3 ) 1 1 1 4 ( 6 - ^ h* s s-3-*Vri?-n>) -5- (2-tf 1 Jv^) -lH-e9V- 

±151- (6-^nn-3-tfV^v-^) -5- (2-tfUv^) - lH-b7V- 
jV-3-i)H^fiVi^r^ (2. 9 8 1 g) <T>*9J-* (19 0ml)#«C 

s^-ef- h'j9A>h+->K (1. 530g) £Dnx- 1 9 BtKWC/io fDSifcfc 1 m 

(19ml) £ftnx. WET^^^-^***^^^**^**^^ 
«MU WKK'l - (6-* h*3/-3-tfV^-A') -5- (2- 
tfi;y^) - 1 H-tf^y-^- 3 (2. 57U, 8 7% 

[0 14 2] 

_hI21- (6-^^y-3-f'Jfy^V) -5- -1H-H^V 
_ ;V _ 3 -^;v**y^f;vx7r;v (2. 2 0 g) <0*9J-$' (3 0ml) irf7 
fc Kn 7 ? V (30ml) SiSt 1 f^TKIIH^ h V -7 (15ml 

) £tnx.2 5HBS^L^» MCMT, 1 a5fe«Bfojc»«t ( 1 5 m 1 ) ^on 
^;va-^;-)v (HMD r^«^Jnx.«c, f«i*i*«»tl;'^A-e 

*fffi-IH#*afl5tL««<fc'frW (1. 4 2g, 4 7. 6%) fc#fco 

[##m0] 5- (4-^W5;7x^) -1- (6 h*~>- 3 - tf V ^ 
-J~.)V) - 1 H - tf 9 V- ;v- 3 - 7J /HtfVBfc 
[0 14 4] 
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lit 1 4 ] 
I 




[0 14 5] 

D 4 _ (4-y^f;V75;7x^)V) -2, 4-yt^77^ 

4> _^W^7-bh7x>'> ( 1. 2 2 4 g) (1. 7 7 

1 e) XlJfth'JfA^ h*vK (1 8 Omg) £fflv*T, #«9<7>Bft) CO 1 ) fc R 
*£Wc4- (4-^W5/7*^) -2, 4-y^77'^t^^7 
x;V (7 4 2 mg, 3 9%) £1i#k LT#/Co 
[0146] 

1 H-NMR (400 MHz, CDCls) <S : 3 . 10 (6H, s), 3. 93 (3H 
s) , 6. 6 9 (2H, d, J -9. 0 Hz) , 7. 0 1 (1H, s) , 7. 9 2 (2H 
, d, J = 9. 0Hz) . 
E S I -MSm/z : 2 5 0 (M+H) + . 

2) I ll 4 (6-^nn-3-e>;^v-;V) -5- (4-v^W^7x^) -1 

±154- (4-y7W^7x-;v) -2, 4-yt^rV77>S^^7r ;V 
( 7 4 2 mg) K?yV tTU (4 7 3 mg) <D * 9 J -fr ( 

3 0ml) mm* 1 8B*Wto***Lfc« a6»**«ET«*b#fe*Lfca* 

yyyj- ( ? no*)VA-^;-;» t«SLl- (6-^nn-3-t'J^ 
) _ 5 _ ( 4 -y^f;V75;7x-;V) - 1 H-^7-iV-3-*M>i^^ 
^t-;v (6 7 9 mg, 63%) ifl^hlt^fc, 

1 h — ISHvf (4 0 0 M H z , CDCls) 5:2. 98 (6H, s), 3. 98 (3H, 
s), 6. 65 (2H, d, J = 8. 8Hz) , 6. 97 (1H s) , 7 16 (2H 
d, J = 8. 8Hz), 7. 62 (1H, d, J = 9. 0Hz), 7. 90 (1H, d 
' J = 9 . 0 H z ) . 

E S I -MSm/z : 3 5 8 (M+H) + . 
[0 14 9] 

_h|Bl - B (6-^on-3 -tfV yV-fr) -5- (4-^^f^7$77x-JV) - 
1 H l H « 9 y_;v_ 3 fr^XT (6 7 9 mg) <D * 9 S - (50m 
1 ) ?|fC f > 'J ^ A ^ h ^ -> K (307mg) £7JD;t 1 3 BlPIMilLfcc KJBifc 
r*. (2 0 5 // l) £finx-> §^:6CTMat^o RlSig$£*:MffiT®* 
L# tiiznm 7K fc ^ ^ * in x. 5H£ L x ?KS ^ l SLSSMtKM ( 3 . 8ml) 
t 9 n u * ;v A * JDn x. frifc L , »J1 £ hVfA "CflStf* L 0 fltBOfc, W «r 

StETS*bSl^^ ( 5 9 2 mg, 9 1%) fcfiMfct LT#fco 

1 H -VmV (4 0 0 M H z , CDCls) S I 2 . 9 7 (6H, s), 4. 16 (3H, 
s) , 6. 6 4 (2H, d, J -8. 8Hz), 7. 0 1 (1H s) , 7. 0 7 (1H 
d, J = 9. OHz), 7. 15 (2H, d, J = 8. 8Hz), 7. 60 ( 1 H, d 
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, J = 9 . 0 H z) . 

E S I -MSm/z I 3 4 0 (M+H) + . 
[###!) 1 1] 1- (5-> f^i/-2-Ii 4 7^) - 5- (2-K'Jy» -1 

tf 5 y- ;v - 3 - * ^ # >Bfe 

[0 15 2] 

Hfci 5] 




[0153] 

1) 5 - ^ n n - 2 - t F 7 yV t: 7 y > 

T^yifr/n^Palamidessi^ C0?T& (J. Org. Chem. ,29 
& 2 4 9 1 - 2 4 9 21, 1 9 6 4^) tMU5-^n- 2-K Fn^fyK7y 
> (1 8 4g) <D***smV)y (28ml) «#f *Ml 3 0t"C6^«# 
L/:„ »:7K7Xty^n^r/*in£7>fU W^WttHJJ 

A-CKHUfc. ttSU*. *ET»i*«*U# htitzmt<0**S-Ji> (14ml) »ft 
^ K9 y^-*3ffi» (1. 3 9ml) *in*.MT 1 5 0 SOCtlBfl- 

(lJtiO) ft#»**in*.fl-ttU «Mti*«lt>'^Ai?iaiU. 
ISa «ET»S*t5-^n-2-tK7^t'7y> (0. 3 2 5 g, 16 

%) ^i#tU#/;o 
[0154] 

1 H — NMR (400 MHz, DMSO-de) a : 4. 32 (2 H, br s) , 7. 9 
2 (1 H, s) , 7. 9 9 (1 H, s) , 8. 13 (1 H, s) . 
E I -MS m/z : 144 (M + ) . 

2) I J- 5 (5-^nD-2-f7y^iV) -5- (2-tfUv;V) - 1 H- tf? V-*- 

*#fll9*>Bifc) Ol) ^4- (2-t^Jy» -2, 4-yt^V^^f^ 
(0. 4l4g) b±XL5-9w-2-}zV l ?W?V> (0. 2 8 9 g) * 
m^X, ##1?!)9<75Bfe) 02) fclW^ft^ 1- (5^00-2-^77-^) 
_ 5 _ (2-H , 'Jy» — i h — tf 9 V— ;V — 3 — # f jVxXriV (0. 2 6 

0 g, 4 1%) fcH#fc LTftfco 

[01561 

1 H — NM R (400 MHz, CDCh) <5 : 4 . 00 (3H, s), 7. 25-7. 2 
8 (2H m) , 7. 5 9-7. 6 1 (1H, m) , 7. 7 7-7. 8 1 (1H, m) , 
8. 2 5 - 8. 25 (.1 H, m) , 8. 39-8. 41 (lH, m), 8. 85-8. 8 
4 ( 1 H, m) . 

FAB-MSm/z : 3 1 6 (M+H) + . 
[0 15 7] 

j- f51 _ (5-^D-2-f5^V) -5- -lH-t7V-;V 
_3_5F,;V^>^^^;V^^x;V (0. 2 5 4 g) <D*9J-*' (5. 1ml) #iftC 
tl>J^^^yF(0. l 3 g) tt£7 Ofl-MMlILfco * (5. 1 
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mi) &tnx.girt?i o#h«#l*:o (2. 4imn,* 

, &tf*nn*;l^*inx.$5lfcl- »fl fc^JETS* LlHHk^J (0. 2 3 7 g, 9 
9 %) Zmfat LT#fco 

i h L° N m 5 R 8 (4 0 0MHz, DMSO-de) 8 I 3 . 9 8 (3H, s) , 7. 2 9-7 
. 3 2 (1H, m) , 7. 3 7 (1H, s) . 7. 7 4 - 7. 8 7 (2 H, m) . 8. 1 
1 (1H, s) , 8. 33-8. 34 ( 1 H, m) , 8. 52 (1H, s), 13. 15 
( 1 H , b r s ) . 

FAB-MSm/z : 2 9 8 (M+H) + . 

[###oi2] l- <e 3 -try -5- (2-f'Jy» 
y„ ;1/ _ 3 _ # ; v jj? ;v -i-^ -r ;v 

[0 16 0] 

Kb i 6 ] 




[0 16 1] 

i) 5 -n F^v - 2 -y^-;vt? y v> 

6 _>f;v^3f>i (5. 1 3 g) ©y**t> (7 5ml) M"C h U ^ 

f-;vy->(5 7 m 1 ) > y7x-M7*'JJV7y K (8. 8ml) P'tert- 
^yl ; v ( 7 imi) ^Jnx., 1 00-C-ei 9HWa#L^c Rt&#«t«r« 

A7A^nvF^77^ - on*U-^ * y -;v) tlSL5 - (tert-7f 
atl/Ufrtf-fr) 75 /-2-y^;H±°V v> (6. 7 9g, 8 7%) tfl#iU#ft 
o (5. 179g) &fflV>T##fll2 fc|W|#0^ft-e5-t F 7 vV - 2 - ^ 

f;v^ijy7 (0. 84g, 3 2%) ^®#fcLtt#/: 0 
[0162] 

1 H — NM R (400MHz, CDsOD) 5:2. 38 (3H, s) , 7. 06 ( 1 H, 
d, J = 8. 3Hz), 7. 21 (1H, dd, J = 8. 3, 2. 5Hz), 7. 99 ( 
1H, d, J = 2. 5 H z) . 
LC-MSra/z : 1 2 4 (M+H) + . 

[0 16 3] 
2 ) ^HHK^^Sl 

j.B5_t K7vV-2-y^;VtfV^> (1. 20g) fc##fl)4*>4- (2-tfV 
v;V) -2 4-^ + 7^^^^^ (3. 4 8 g) Srffl^T. ##f !) 5 <£> 

2) t ra«fc'<B;frtfct\ mm^^ (o. 4 5 9 g, 15%) zmmfttLxmzo 

[0164] , _ _ _ 

1 H — NM R (400 MHz, CDC 1 3) 811. 43 (3H, t like, J-7. 
3Hz) , 2. 60 (3H, s) , 4. 46 (2H, q, J = 7. 3Hz , 7. 2 0- 
7. 50 (4H, m), 7. 67-7. 80 (2 H, m), 8. 39 (1 H, br), 8 
. 5 1 ( 1 H, b r ) . 
FAB-MSm/z : 3 0 9 (M+H) + . 

[#|in] 1- (6-^ >^v-3-H°U^;V) -5- (3-tfU^v-^) -1H 
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[0 16 6] 

Mb l 7 ] 




[0 16 7] 

D 4 _ ( 3 _e i; y=J=-)V) -2, 4-vt^fV^^f^r;V 

7;vn-^W- 7 8°C<$£PT\ 3 - 7-te U ^ v > (2. 0 9 7 g) Wr^t 

Kn77> (50ml) MWiK 1 . OM-'JffA tf* (hU^WJ^) 7 < V<D 
f f7tKn77 ^« (19ml) *f»T L- 1 UHlllfLfco Rlfclfcfc 7fv> ^ 
;v (4. 055g) >7t Kn77> (35ml) SFiSSriRTSt. 0 °C~C 2 B$NJSfc$$ 

7*^>S^f;Vx7r;V (2. 63g, 73%) t@#tLt#fc 0 
[0 16 8] 

1 H — NM R (400 MHz, CDC Is) £ : 3. 97 (3H, s) , 7. 73 (1H, 
dd, J = 8. 5, 5. 1Hz) , 7. 96 (1H, s), 8. 28 (1H, dd, J = 
8. 5, 1. 8Hz), 9. 38 (1 H, dd, J = 5. 1, 1. 8 Hz) . 
ESI-MSm/z : 2 0 9 (M+H) + . 

[0 16 9] . 

2) !_ (6 _^ h^*/-3-t?U^>l/) -5- (3-^O^v^7V) -1H-K9V- 

_ t | B4 _ ( 3 -tfV jTV-fr) -2, 4-^ + V^>i>^^^ d- 08 
6 g) 60^ * (1 0ml) »8tfc. 0fW2W5-t: K5^-2-> h^i/tTU 

v> (7 2 6m g ) «:jjnx.4i*msn«kaiaELfco RtS»«*»ET«*UWe>tL 

fc3*aE*'>U *-y;v**^o-7 (I^m^^-^) tiiH- (6-^>^v 

_3_ K °i;^;v) -5- (3-H'j^v-;v) - 1 H- fcf 9 v*-;v- 3 - 77 ■f- 
(3 0 9 mg, 19%) l:@ttU#fco 
[0 17 0] 

1 H — NMR (400 MHz, CDC 1 3) S \ 3. 95 (3H, s), 4. 00 (3H, 
s), 6. 80 (1H, d, J = 8. 8 Hz) , 7. 43 (1H, s), 7. 51 (2H 
, d, J =3. 4Hz), 7. 70 (1H, dd, J = 8. 8, 2. 7Hz), 8. 11 

(1H, d, J = 2. 7 Hz) , 9. 15 (1H, t, J = 3. 4Hz). 
ESI-MSm/z:312 (M+H) + . 
[0171] 

3) mmit&m . . 

±»l- (6-^^y-3-K"'Jy» -5- (3-tfV^^-;v) - lH-t7V 
3 -ijju$fy&*<f-fi,^x<rfr (3 0 9mg) <T>*9J-$' (2 0ml) T&ffcfc* 
Bfcffcy-f-^A—^to (4 2mg) fcirax-Tl 8^KM®*fEt^o 
«JET«*U««-fb^» (3 2 2 mg, £*) * 7^ 7 r * £ LT#7c 0 
ESI-MSm/z : 2 9 8 (M+H) + . 
[0 17 2] 

[##0J14] 5- (5-^>y>t^y-2-^ 1 Jy» -1- (6-^ h*v-3- 
v;v) - 1 H-tf^y-JV- 3 -fc/H^Bfe 
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[0 17 3] 
Ut 1 8 ] 




[0 17 4] 

1) 5 -^^vJV^V'- 2 -^f-A/tf'J v > 

3 _ t: K n^->-6-^^;vHU (10. 0 g) fc£tBfe#V** (3 8. 0) <75T 
^f-fijjV (200ml) mm~, Sta-C^k^ > >^ (10. 9 m 1 ) ^rSDx. 1 2 0# 

(Sgfexf^-A^tv) tlSL 5 - y^*^f y - 2 - ^ f ivt 'J y > (4. 14 
g, 2 3%) ^»atff;o 

1 H-°NM ? R 5 (400 MHz, CDC 1 3 ) 8 \ 2 . 48 (3H, s ) , 5. 08 ( 2 H, 
s), 7. 05 (1H, d, J = 8. 5Hz), 7. 16 (1H, dd, J = 8. 5, 2 
9Hz), 7. 31-7. 43 (5H, m), 8. 26 ( 1 H, d, J = 2. 9Hz) 

E I —MS m/z : 199 (M + ) . 
[0 17 6] 

2 ) 1- (5-^>y)Vt^fy-2-t''JyJV) :x?y> 

±125 -^>v;V^^v- 2 -^;VH°i; ^ (4. 1 3 g) <7)H°Vv> (8 3ml) 

mwiK, ^ia-e—SHt-fe v y o. 2o g ) ^tnx.6 iB#ra»^bfc 0 

, »«*«ffiT«*L»fc*Lfc»ifci:N f 0 - V* fi^ Kn4f v;V7 5 ( 2 

2 2 g) 1 _ JC ^ ;V _3_ (3-y^f;V7577°nfjV) *;V^^KtlI (4 
3 7 g) 5.^ 1 - t Fn ^ y ^ > y b 'J 7 7- ^ (3. 0 8 g) <7>N, N-v^^;v 
"*;i/AT 5 V (95ml) i#SC, gi&T? ( 6 . 35ml) £*nx. 6 1 

^->^f;V7U' (3. 75g, 6 6%) ^WiLTUfc. (FAB-MSm/z: 

2 7 3 (M+H) + . ) 

7 ;v =/v#ffl&T 0 °c, 5 y * *s V u v > - 2 - * ;v^>m^ b * v * 

7 - K (3 74g) Of h5KK075> (75ml) »«tC, 1 . 10M>f^'Jf 
^I©yxf;vx-f« (13. 7ml) L 4 0 5>P*1» Lfco 

^Itl- (5-^W*">-2-ev^) ^*/> (1. 47g, 47%) «r 
[0 17 7] 

1 H-NMR (400MHz, CDC 1 3) 5:2- 67 (3H, s) , 5. 18 (2H, 
s) 7. 30-7. 45 (6 H, m) , 8. 03 ( 1 H, d, J = 8. 8Hz), 8. 

3 9' (1 H, d, J = 2. 7H z) . 
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E I -MS m/z : 2 2 7 (M + ) . 
[0178] 

3) 4 _ ( 5 _^>v;v^-^v- 2 -tfi ; -2, 4 -y*^v7** ^t 1 ^-^ 1 ^ 

TfrX-y&mXTF, tbVfAtf^K (0. 8 7 4 g) <7)^y-;V (15ml) 
ya^SvxfJV (1. 7 5ml) fc±|Bl~ (5-^>y>t^v-2-t'l 
v~;v) k^y y (1. 4 6 g) <75x.^y-;v (1 5ml) »«SrJnx.^ffit?7l*IB*^ 

6 o °c-e i mmmwmwv^o * ^ KRjcSiftfc-*- > u * u > * v k ( o . 8 

74 g) (1. 7 5ml) £*n*. 6 0 M 1 B#W«# Ltz 0 

T ^ L 4- ( 5 -^>y>t^y-2-t''jy;V) -2, 4 - i? VT9 
xxf* (1. 3 8g, 6 6%) *l#tLT^fco 
[0179] 

1 H — NM R (400 MHz, CDCls) * I 1 . 38-1. 42 (3 H, m) , 4 3 
5-4. 42 (2H, m) , 5. 20 (2H, s) , 7. 3 5 - 7. 4 4 (6 H, m) , 
7. 59 (1 H, s) , 8. 14 (1 H, d, J = 8. 8Hz), 8. 44 (1H, d, 
J = 2 . 7 H z ) . 
E I -MS m/z : 3 2 7 (M + ) . 

[0 18 0] . , , . 

4) 5 _ (5_^ > y',K^y-2-t 1 'Jy» -1- (6-^ h^v-3-tV v;v) 

Ji|B4- (5-^>v^^^v-2-K°0 vJV) -2, 4-yt^fV7ntxfjVx 
(1 3 7 g) fc##0J2<0 5-fc K7yV-2-^ h^vlfU^^ (0. 699 
g ) co^y-;V (2 7ml) « ( 0 . 9 5 8 ml) fciJPx. 1 2 ^Wijn«fc«« 

^3,-2 v;v) -1- (6-^ h^rv-3-^0 v;v) — 1 H — ti° 7 V— — 3 — 
d^^^Rxf^f)!' (1. 5 0g, 8 3%) «:@#iUll/:. 

[0181] * 

1 H — NMR (400 MHz, CDC 1 3 ) d : 1. 42 (3H, t, J = 7. 1Hz) , 
3. 95 (3H, s) , 4. 45 (2H, q, J=7. 1Hz) , 5. 10 (2H, a) 
, 6. 7 6 (1H, d, J = 8. 8 Hz) , 7. 18-7. 4 2 (8H, m) , 7 6 6 
(1H, dd, J = 8. 8, 2. 7Hz), 8. 10 (1H, d, J = 2. 7Hz), 8 
. 28 (1H, d, J = 2. 7 H z) . 
FAB-MSm/z 14 3 1 (M+H) \ 
[0182] 

5 T ( 5 -^vy>i/*^i/-2-truv>u) -1- (6-^^y-3-t''Jy>) - 
! H _ tf 7 V-JV - 3 - * ;V!K>Sxf jvx^f (1. 4 9 g) <D*9J-K' (3 0m 
1) tfl7tFn77> (30ml) U&mWL^, 1 Sjfe^ttt^^ * A (8 

6 5ml) ^tmx.9 0^ra«#L^o RS#***ET«*b, »fc tL7t^S*7fcfc * 
nn*;VAHifi|LlIfelMt (8. 6 5ml) * in x. L o 

h , ; * A -c«£»Lfco »JiL W^MJET^^UIM-fb^fe (1 . 2 7 g, 9 1% 
) Ltffco 
[0183] 

1 H — NMR (400MHz, CDCls) 5 13. 95 (3H, s), 5. 11 (2H, 
s), 6. 75-6. 78 ( 1 H, m) , 7. 22-7. 41 (8H, m), 7. 66 ( 
1H, dd, J = 8. 8, 2. 7Hz), 8. H (1H. dd, J = 2. 7, 0. 7H 
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z) , 8. 3 0 (1 H, d d, J = 2. 7, 0. 7Hz) . 
E I -MSm/ z : 4 0 2 (M + ) . 

[0 18 4] . 

[###015] 5- (3-^f;V75 7 7x-;V) -1- ( 6 - * Y * v - 3 - Vv 

[0 18 5] 

Mb i 9 ] 




1) 5- (3-^W5;7x^) -1- (6-n^f->-3-e>jy» -1H 

th'J^Ax>*'>K (1. 63g) <75x. * J - ;V (20ml) 1 - ( 3 - v ^ 

fiV75;7i-JV) (1. 63g) ©x^-JI' (20ml) Ifiv 

a ^yxf;v ( 3 . 10ml) £jrax.> H}m"C 1 B#fM#L£o 1 W 5 

-tF7vV-2-p! h^yli'J^ySit (2. 5 2 g) ^Mz., HtFI^MH 

<y A tKM * in x- L „ £ th'JfAi?K»Lfc, «JSU fit, SETS * 

L5 _ (3-^f;v7?;7x^) -1- (6-^^-3-^Jy» -1H- 
tf 9 V*_;l/- 3 -55/;V^>^j.-^;Vx\^-r;v (3. 30g, 9 0%) fcilMfcWfc LT^fc 

o 

[0 18 7] 

'H-NMR (400MHz, CDC 1 3) 8 I 1 . 43 (3 H, t , J = 7. 1 H z) , 
2. 87 (6H, s) , 3. 93 (3H, s) , 4. 46 (2H, q, J = 7. 1Hz 
) 6 5 0 ( 1 H, d, J = 7. 6Hz) , 6. 5 4 - 6. 5 5 ( 1 H, m) , 6 . 6 
9'(1H, dd, J = 8. 3, 2. 4Hz), 6. 73 (1H, d, J = 8. 8Hz), 
7 0 3 (1 H, a), 7. 16 (1H, dd, J=8. 1, 7. 8Hz), 7. 59 ( 
1H, dd, J = 8. 8, 2. 7Hz), 8. 15 (1H, d, J = 2. 7Hz). 
ESI-MSm/z : 3 6 7 (M+H) + . 
[0 18 8] 

2) mmit^m 

5 _ (3-y7f;V7?77x^V) -1- ( 6 - > b * v - 3 - t "V v ;V) -1H- 
^ 3 -yj;V^>M^^^^^r^ (3. 3 0g) <D * 9 S - (7 0ml) 

1 MfefrWifti- b U * ATfcM (22. 5ml) SrTJOX-S^ 3 ^*«L/io 
tfffiHttfcttttUIMfl^Wa)-*- b'J^Alt (1. 5 5 g, 4 7%) *#fc 0 * 
7-;^«ET@*L, W^tL^ffil'TK^UDx. im3fe«ab*C#* (2 2. 5ml) fcft 

T^^LMMit^m (1. 56g, 51%) i7^7r^fcUftfc. 
[0 18 9] 

ir-NMR (400MHz, CDC 1 3) 51 2 . 88 (6H, s), 3. 94 (3H, 
s ) 6. 50-6. 52 ( 1 H, m) , 6. 55-6. 56 ( 1 H, m) , 6. 71 ( 
1H ' dd> j = 8 . 3, 2. 7Hz) , 6. 74 (1H, d, J = 8. 8Hz) , 7. 
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09 (1 H, s) , 7. 18 (1 H, d d, J = 8. 3, 7. 8 Hz) , 7. 59 (1 H 
, dd, J=8. 8, 2. 7Hz), 8. 16 (1H, d, J = 2. 7Hz). 
E S I -MSm/z : 3 3 9 (M+H) + . 
[0 19 0] 

[#ff|16] 1- (6->h^v-3-k'^y^V) -5- (4-^f^-2-li'J 

[0191] 
[ft2 0] 




[0 19 2] 

1) l- (4 2 -if V v;v) *.9s> 

2 _7* n ^- 4 'J > (3. 0 g) C7)i^f-;i^-x;v (4 5ml) »«K-7 8 

°Ci%*PT\ 1. 5 8Mn-7*f iVVf f^W^^t^^I (1 7ml) £ 1 0 ShWCfffiT 
L2 O^Bia^L^o JRJStfcKN, N- y^f-^T-fe^ 5 K (2. 5ml) ^iTt> ^ 

7X«-^ y* * ^> * ^ l ^ o mm, v#« * mjet® * u# & ^^^^ * ~> u * ^ ^ 

*9A?n7^?7-f- (^^>-ff=$J^/l/) tf«Ll- (4-^^-2-tf 
ij 3.9 J y ( 1 . 6 4 g , 7 0%) £ LX&tz 0 

[0 19 3] 

1 H-NMR (400MHz, CDC Is) 8 I 2. 38 (3H, s), 2. 66 (3H, 
s), 7. 23 (1H, dd, J=4. 88, 0. 86Hz), 7. 81 (1 H, d, J 
= 0. 86Hz), 8. 48 (1H, d, J=4. 88Hz). 
[0 19 4] 

2 ) 4 _ (4-^f^-2-f'Jy» -2, 4-yt^fV7^^f 
tb^AiKvF (1. 6 6 g) <oz-9 J-fr (5 0ml) ^f(:yi-7tv^f 

;v (3. 3mi) t^ia-cinx. i 0 3-m*#3L ±tai- (4 2 -try y/u) 

y (1. 6 4 g) £finx.3 0#IW*#Lfco U.^mzy^MkV^^^-T ^X 

* *7W^ ^ * ~> * A T?3£& L o itBU^ « * $£JEg* L4 - ( 4 - ^ ^ ;v - 
2 _tfi;^;v) -2, 4 - ^t^fV7^>SSif ^rJV (2. 3 5g, 8 2%) £#1 

[0 19 5] 

1 H-NMR (400MHz, CDC 1 3) B'.l. 40 (3H, t, J = 7. 08Hz) 
, 2. 49 (3H, s), 4. 39 (2H, q, J = 7. 08Hz), 7. 38 (1H 
d, J = 4. 88Hz), 7. 47 (1H, br), 8. 01 (1H, s) , 8. 60 ( 

1 H, d, J =4. 8 8Hz) . 
EI-MSm/z : 2 3 6 (M+H) + . 

[0196] 

3) 1 _ ( 6 -^nn-3-ev^y-;v) - 5- ( 4 2 - if V v;v) -1H 
— fcf 7 V— ;v - 3 - * ;V #t >txf;vx^ 7- ;v 

±|B4- (4-^f-;V-2-H°ijy;V) -2, 4-^t 3 fV7 , ^yfxf;ViXr;V ( 

2 3 5 g) U-7nP-6-t K5vV tf 'J v> ( 1 . 9 g) c^*" y - )V (10 0 
m'l) |f^3 0MHIL/:„ £<t?lL it^M (5ml) *ira;L#gU iSgfln&S 
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zteymwt-? *> * a t?<ejft l /Co asm, ii^set^* l -> u * * ^ a 

^ n7 ^ 57/f _ tffilL 1 - (6 -?uu- 3 - try y 9 J> 

- ;V ) _ 5 _ (4 2 -tf U 

xxf;V (1. 19g, 3 5%) ^7*^7rXfcLT#f: 0 

[0197] , 
1 H-NMR(400MHz, CDC Is) 8 11. 43 (3H, t, J = 7. 08Hz) 
2. 41 (3H, s) , 4. 48 (2H, q, J = 7. 08Hz), 7. 07 (1H, 
m) , 7. 21 (1H, s) , 7. 47 (1H, s) , 7. 70 (1H, d, J = 9. 0 
3Hz), 8. 09 (1H, d, J = 9. 03Hz), 8. 23 (1H, d, J = 5. 1 
3 H z) . 

E I -MSm/z : 3 4 4 (M + H) + . 
[0 19 8] 

_tiai_ (6 -9uu- 3 -try *rv-fr) -5- (4 2 - t'j v>u) -1 

H _ tf 9 v*-;V- 3 -5t7;V^>^^^-^^^-r;V (l. 19g) (7)^^-^ (30ml 
) mm'. tf'J^^^yF (3 8 0 mg) ^fitinil9. 5OT#L/:c S 

&*ffi«*^*->*A-?«»Lfco MJfL »«*^TS*UR»ffrfrW (5 6 0 mg 
, 5 2%) SrH#t LtT^o 
[0 19 9] 

1 H — NMR (400MHz, DMSO-de) 5 12. 37 (3H, s) , 4. 02 (3 
H s), 7. 20 (1H, d, J =4. 88Hz), 7. 37 (1H, s), 7. 46 
(1H, d, J = 9. 28Hz), 7. 72 (1H, s), 7. 96 (1H, d, J = 9 
. 28Hz), 8. 21 (1H, d, 4. 88Hz). 
E I -MSm/z 13 12 (M+H) + . 

[##|dl7] 5- (4-y^f^75;7x-;V) -1- ( 6 - > h * a s- 3 - tf V v 
;v)""- l H-tT9 v'-;v- 3 

[0 2 0 1 ] 
[ft 2 1] 




MeO N 

[0 2 0 2] 

D 5 _ (4_^w5;7x^) -l- (6-> h*~>-3-try ^;v) -ih 

- tT 7 V— 3 - AMVllxf^f^ 

th'^Ai^^K (1. 3 6 g) <£>.x*y-/u (5 0ml) »ya7t^if 
)V ( 2 7 2 ml) fc4' -^W?^T , tb7x;> ( 1. 6 3 2 g) (D*-$;- 
;V (5 0ml) iMxtl6^»iilUc #fil05-tF7vV 

_ 2 -^ h^->euy>«»a (2. 102 g ) srUn^-c3^Min»««Lfco 

t'>'J*W5A?n-rh/?7-f- ^^-9-V) T?»ftL5- (4-v 

^^. ;VT ^ /:7 ^-;V) -1- (6-^^>-3-f'Jy» -lH-t° 7 7-^-3 
-*;^*>^f^XfJV (2. 1 3 4 g, 5 8%) «itLTi/; 0 
[0 2 0 3] 
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1 H — NM R (400 MHz, CDC Is) * : 1. 42 (3H, t, J = 7. 1 Hz) , 
2. 97 (6H, s) , 3. 94 (3H, s), 4. 45 (2H, Q, 3 = 7. 1Hz) 
, 6. 62 (2H, d, J = 8. 8Hz), 6. 73 (1H, d, J = 8. 8Hz), 6 
94 (1H, s) , 7. 06 (2H, d, J = 8. 8Hz), 7. 58 (1 H, dd, 
J = 8. 8, 2. 7 Hz) , 8. 16 (1H, d, J = 2. 7 Hz) . 
E S I -MSm/z : 3 6 7 (M+H) + . 
[0 2 0 4] 

2) mmk&m . . . 

JOB 5- (4-^W5;7x-^) -1- (6-<* >^rV-3-tlV^;V) -1 
H-li7V-)V-3-*^**>l x f^ x ^7-JV (2. 1 3 4 g) £fflV*T\ ##15fl 1 5 
(7)2) ra*<a:fri*^«»ffr&W ( 1- 7 7 7 g, 9 0%) WfcLt#/;o 
[0 2 0 5] 

1 H — NMR (400MHz, CDC Is) 5:2. 98 (6H, s) , 3. 96 (3H, 
s), 6. 63 (2H, d, J = 8. 8 Hz) , 6. 75 (1H, d, J = 8. 8Hz) 
, 6. 99 (1H, s), 7. 07 (2H, d, J = 8. 8 Hz) , 7. 58 (1H, d 
d, J = 8. 8, 2. 7 Hz) , 8. 18 (1H, d, J = 2. 7 Hz) . 
ESI -MSm/ z : 3 3 9 (M+H) + . 

[0206] a 
[##151118] 5- (5-^>y>t^fv-2-t''Jy» -1- (3-fc i ;S»W -1 

H-tf7 V— ;V— 3 - # ;V^' 
[0 2 0 7] 
[ft 2 2 ] 




/>— CO,H 



MeO N 



[0 2 0 8] 

1 ) 3 - t F 7 vV tf U v y 

3_ T ^ytfV^>- (13. 0 g) *ffiv»t, 2 i 3 - t K7 ^ ^ 

(12. 5 g, 8 3%) Ltftfco 

[0 2 0 9] v /. o 

1 H — NMR (400MHz, DMSO-de) 5:4. 02 (2 H, br s) , 6. 8 
9 (1H, br s) , 7. 04-7. 12 (2H, m), 7. 76-7. 78 (1H, 
m) , 8 . 0 8 - 8. 0 8 ( 1 H, m) . 
EI-MSm/z : 10 9 (M + ) . 

[0 2 10] „_ . 

2) 5 _ (5_^>y;v^-drv- 2 -t:i; v";v) -1- (3-tfUv^V) -1H-K7V 

— ;V- 3 - * ^^v^^-f-^J-^T-;^ 

###1114603) 694- (5 -^y^;V^^v- 2 -tf ij v;V) -2, 4-yt^rV7 
^|xf;Vx^f)V (7. 6 1 g) t±m3 -t tr'J v*> (3. 0 4g) £J1 

V^T. ##08 14604) tlWJ#60^"^5- (4 -^vW^fyyi-iV) -1- (3 
-H°i;y;v) - 1 H-tf9 y'-;v- 3 -*JV>f>^f;Vx^r;V (7. 38g, 79% 

) %mfct Ltfto 

[0 2 11] 

1 H — NMR (400 MHz, CDCls) 5:1. 44-1. 41 (3H, m) , 4. 4 
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9-4. 4 3 (2H, m) , 5. 10 (2H, s) , 7. 2 0 (1H, s) , 7. 2 5 ( 

1H, dd, J = 8. 8, 2. 9Hz), 7. 41-7. 35 (7H, m) , 7. 85- 

7. 8 2 (1H, m), 8. 2 3 (1H, d, J =2. 9Hz) , 8. 5 2 - 8. 5 2 ( 
1H, m), 8. 59 (1H, dd, J=4. 9, 1. 5 Hz) . 
FAB-MSm/z : 401 (M+H) + . 

[0 2 12] 

3 ) mmtt&w , . , , . , , „ - 

±fa5 _ (5-^yy-;v«y-2-^''Jy» -1- (3-tVv;v) -1H-K7 
y «-;V_ 3 _5t/;v,f>^if;Vx^f)V (5. 16g) *lv>T, ##«H©5) fcFI 
»<75^f£-t:1I®^^ (4. 6 1 g, 9 6%) LT#^o 
[0 2 13] 

1 H — NMR (4 0 0MHz, DMSO-de) 515. 50 (2H, s), 7. 58 7 
. 58 (1H, m) , 7. 6 6 - 7. 8 5 ( 7 H, m) , 8. 01 (1H, d, J-8. 
8Hz), 8. 09-8. 12 (1H, m), 8. 50 (1H, d, J = 2. 9Hz), 

8. 82 (1H, d, J = 2. 4Hz), 8. 92-8. 90 (1 H, m), 13. 40 
( 1 H, b r s ) . 

FAB-MSm/z : 3 7 3 (M+H) + . 

[0 2 14] . 
[##W19] 1- (5-^;Vf-*-l, 3, 4-f7y7V-JV-2->f;V) -5- 

v;v- 1 h-^7V-;v- 3 

[0 2 15] 
[ft 2 3] 




[0216] 

1) 2-?no-5-iW*-l, 3, 4 -f-T^TV-JV 

$3(0. 4 0g) «t(6 0ml) 0tt2-75y-5-xWt- 
! 3 (4. 0 g) fcillx.. - ©Kt&tCMt h U * A (1. 

8 8 g) OTK (17ml) »fc*«5>o< SiSTU 1 0 iSt4HF«ffL 

n*W) tifL2-^nn-5-xfjvft-l, 3, 4-f7v7V-^ (2. 9 
9g, 6 7%) *it»ttX#fec 
[0 2 17] 

1 H — NM R (400 MHz, CDC Is) * : 1. 48-1. 44 (3H, m), 3. 3 
0 - 3 . 3 6 (2 H, m) . 
FAB-MSm/z 118 1 (M+H) + . 
[0 2 18] 

2) 5-iWt-2-tF7V/-l, 3, 4-f7y77-;V 
i i 2 2-^n-5-xf;vft-l I 3, 4-f 7v7V-^ (2. 9 8 g) 

(3 0ml) itC, F9 ^V-TfcfflW (10ml) fcifl* 1 ISIHIinafc* 
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1, 3, 4-f7y'77-;V (2. 60g, 8 9%) LT#/c 0 
'[0219] 

1 H — NMR (400MHz, CDC h) 8 : 1 . 39 (3H, t, J = 7. 3Hz), 
3. 11 (2H, q, J = 7. 3Hz), 4. 39 (2H, br s). 
E I -MSm/z : 1 7 6 (M + ) . 



3 ) 1 _ ( 5 -^^;v^^-l, 3, 4 -f7y7V-JV- 2 --OV) -5-tfV^^~ 

###!]9<7)Bft) <Z>1) C04 - (2-lfVv;V) -2, 4 - yt^r77^>i^f ^ 
^x;v (3. 04g) t_h|S5-^f-;V^^- 2 -li K7-/V- 1, 3, 4-^T^TV* 
-;V (2. 5 9g) ^ffiv>t, |f«9 0Bft) <75 2) i: |WJ«Oyjfet? 1 - (5-^^ 
3, 4-f7y'7V-^-2-^V) -5-t°'Jy^-lH-f7V-^-3 
-A;v**V^f;vx^r;v (1. 4 1g, 2 8%) ?:@fri:LT#/;o 



1 H — NMR (400MHz, CDC 1 3) S I 1 . 43-1. 47 (3H, m), 3. 2 
9-3. 34 (2H, m), 3. 98-3. 98 (3H, m), 7. 20-7. 20 (1 
H, m) , 7. 3 0 - 7. 3 3 ( 1 H, m) , 7. 6 3 - 7. 6 5 ( 1 H, m) , 7 . 7 
6-7. 81 (1H, m) , 8. 5 8 - 8. 5 6 ( 1 H, m) . 
E I -MSm/z : 3 4 7 (M + ) . 



7ml) tThy^Vuyyy (9. 7ml) <^?j|^#$U:> 1 MJE.7kW.iti- h 

U ? ^ ( 6 . 9 8ml) ^iOx. 3 0 53^*1 # L^o 1 &5£&®fcfci§?£ ( 6 . 98 

tR»ffc#!» (0. 9 2 9 g, 10 0%) *l^Lt#fc, 
[0 2 2 3 ] 

1 H-NMR (400MHz, DMSO-de) d : 1 . 38 (3H, t, 1 = 7. 3Hz 
), 3. 32 (2H, q, J = 7. 2 Hz) , 7. 37 (1H, s), 7. 40-7. 4 
3 (1H, m) , 7. 8 3 - 7. 8 5 ( 1 H, m) , 7. 9 4 - 7. 9 0 ( 1 H, m) , 
8. 50-8. 51 (1H, m), 13. 48 (1H, br s). 
E I -MS m/ z : 3 3 3 (M + ) . 
[0 2 2 4 ] 

[ffi2 0] 5- (4-#;W^-f ;v- 2 -fc: V v^v) -1- (6-y< h^rv-3-t; 

[0 2 2 5] 
[ it 2 4 ] 

H 2 N^ 0 



[ 0 2 2 0] 



[0 2 2 1 ] 





N 



MeO 



[0 2 2 6 ] 

1 ) 1 - ( 6 - * Y * v - 3 - tf V v;v) - 5 - 
v*-^- 3 ;v^^-r;v 



(4-^f;v-2-f'J vJV) - 1 H - 
ffitHf 2005-3017509 
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##i?U 16^2) <^?4- (4-^fJV-2-f'Jy;V) - 2, 
^;v^-r;v(2. 8 3 g) t f f f J 2 © 5 - t K 7 yV - 2 - pi > v t° U y > (1. 
6 7g) £fflv>T. ##f!)8C9 2) ( 6 V * v- 3 - tf V 

_ 5 _ (4 2 -fci'J v;V) - 1 H - 1° 9 V - 3 - * ;u#yfxf ;vx>; r 

;V (1 . 6 6 g, 4 1%) Ltffco 
[0 2 2 7] 

1 H — NM R (400MHz, CDCls) 5:1. 43 (3H, t, J = 7. 2Hz), 
2. 34 (3H, s) , 3. 94 (3H, s) , 4. 46 (2H, q, J = 7. 2Hz) 
, 6. 76 (1H, d, J = 8. 8Hz), 7. 05-7. 06 ( 1 H, m) , 7. 23 
-7. 24 (2H, m) , 7. 6 6 - 7. 6 9 ( 1 H, m) , 8. 10 (1H, d, J = 
2. 8Hz) , 8. 3 6 (1 H, d, J = 4. 8Hz) . 
E I -MSm/z : 3 3 8 (M + ) . 
[0 2 2 8] 

2) wMtt&m 

j- fB1 _ ( 6 ->Ry-3-t:')y» -5 - (4-^^-2-t'Jy» -1H 
_ t ^ y_ , v _ 3 _ 5t, ^* >f xf ;vx x r ;v (0. 5 9 5 g) WtfVv^ ( 1 2 m 1 

~B*ffc-fel'> (0. 3 9 0 g) ££Px-2 4IWI1IL/:o ££>t~_- 

gjMb-fe ( o . 3 9 o g ) ^-Dnx 6 i^Mtn^aiaEbfeo Kismet ? a n * 

L^hfitzBMt 1 3 - (3-^P t f^7?^7°nt°jV) 7j;v^v-f 5 K&g? 

& (0. 3 7 1 g) . l-tKnafy^>7HJ77-;V (0. 2 6 2 g) . WmtT 
y^~iyi* (0 4 7 1 g) <DN, N-yif^*i^75 K (12ml) ?#?&^> 

tf'jxfivrr/ (i. 5 0mi) ^unxi 4m*mwL?z 0 Kmmz*tmm^?-fr 

UIH^^ (0. 2 4 7 g, 3 8%) fc-feSUfcfc Ltf/; 0 
[0 2 2 9] 

1 H — NMR (400 MHz, CDC Is) 5:1. 43 (3H, t, J = 7. 2Hz), 
3. 95 (3H, s), 4. 46 (2H, q, J = 7. 2Hz), 6. 76-6. 78 ( 
1 H, m) , 7. 33 (1H, s), 7. 54-7. 56 ( 1 H, m) , 7. 65-7. 
68 (1H, m) , 7. 8 5 - 7. 8 6 ( 1 H, m) , 8. 0 8 - 8. 0 9 ( 1 H, m) 
, 8 . 6 1-8. 62 ( 1 H, m) . 
FAB-MSm/z : 3 6 8 (M+H) + . 
[0 2 3 0] 

[##$12 1] 3- (N-tert-^) 75 7 7°nlit>t^f Jl'XXrJV 
[0 2 3 1 ] 
Hb 2 5 ] 

N- 

H 



tert-7Wr/ ( 1 . 4ml) t T ? V t^;V ( 1 . 5ml) <om&® £ 

7 0°CT~1 7Bir»L/;o £<£fL «f*Wr-f K^zWOKBK^ Ltz Q 
[0 2 3 3 ] 

'H-NMR (400 MHz, CDC Is) 8 : 1. 10 (9H, s), 2. 49 (2H, 
t , J = 6. 6 Hz) , 2. 82 (2H, t, J = 6. 6Hz), 3. 67 (3H, s) 



ESI-MSm/z : 16 0 (M + H) + . 
[0 2 3 4 ] 
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[##M2 2] 1- (6 3 -tf'J -5 - (2-^7^) - 1 H- 

tf5 v"-;v- 3 -*;v#>M 
[0 2 3 5] 
Mb 2 6] 




N 



[0 2 3 6] _ 

!_ (2-tTvv ? -;V) (1. 2 2 g) (7)f F7tFn77 / (10m 

7tKn7 7 7|f (11. Oml) ^ax5 5^lim ^7|v'xf)V (2. 0 
5ml) £*nx, ^MUKM L 6 8#(W¥8H$Lfco 1 m^*Bft**«£ ( 1 1 

mi) 7jc^^v^^^^-T-^^*nx^mL^o $M~> *»»-4ta*inx.t:l6ft«ft 

ixfWiiiffiL, ^;b*/cMJf <^«£MJ±T^*L4- (2-tf?y-;v) - 
2 4 _j;t^ v ^ >ifea.^^J.^7 i ^O«3HUa* (1- 83g, 8 2%) L 

•C#^o -^«JtS^ (1. 5 8g)<7)i^HM2 0ml) MiUM^ ##M 1 <7> 
5 -\» F9yV - 2 - > h*->t?V y>Ml (1 . 5 0 g) <7)^y-;V (8 0ml) 

ii^ti; >ijxf;V7r/ ( 1 . 9ml) fcjjnxTplSL^M&iJnx. 1 9 Bf Hijn&« 

SELfco S<bK:RlS«t-»m (5ml) fcinix. 1 . 5BWiISL/; 0 £US« 
^I^@^f-;vi:^n«7jc*^ > V ^^M^lmA^U >Vf 
AtRiLfto «^«ffiTS*L#e>^7c^^->V77r;V7J7A^n-7hy- 
^-7^_ (ftfxfA/-A^ft» tilLl- (6-> h*->-3-tfU -5- 
(2-t°7v-;V) - 1 H - t: 7 V - 3 - * jl/.fySx-f ivx^ r ;v (1. 0 5g, 
4 5%) ^#tU#/:. f^^cCW 1 H-tf9V-;V- 3 - # 

(i. o 5 g) co^y-;v (3 0ml) i SJfe^H'fk^ > y * 

(10. Oml) SriD^^at? 1 6 0f HSfe^Lfco RlStt: 1 STEiimTKittfi (15ml 

) 7x&wm^^£#n^^u tii^Mi 7 ^^^^^ 1 ^" aso^ 

, »««raJET«*L««^»03fi»il» (0. 8 8 3 g, 9 2%) Sr@#fc fC»fe 
[0 2 3 7] 

[##M2 3] 1- (6-^ h^rv-3-tf 1 ; v^) - 5 - (l-^f;v-2-tn'J;V 
) - i h- tT^V-^- 3 -*^5j€>BE 
[0 2 3 8] 
Hk2 7] 




/>-co 2 H 

a 

[ 0 2 3 9 ] 

1 _ ( i 1 H- 2 - tfo V ;V) - l -.x^y > (1. 19ml) £Jiv^ s # 

#M2 2 t|W]*^^t?»^«<7)fflffi» (2. 5 7g, 7E») ^-7^7 77^1 

[0 2 4 0] 
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[##M2 4] 5- (4-y7;7x-;V) -1- ( 3 - *? V S>*) -lH-HW'-^ 

D 4- ( 4 -yn^7x-;v) -2, 4 - yt^V?^ >ixf ;uxXr^ 

4 _ 7 ' D ^7-kh7x;y (8. 5 0g) > yx7fyW (11. 6ml) W 
>ij^Aih^yK*fflv>##if!l6^2) t EMftO^ScT? 4 - (4-^n*7i-^) 
-2, 4 - 7 77 yfxf;kxxf;v (10. 4g, 8 1%) SrHH^ LT#7to 
[0 2 4 1 ] 

1 H-NMR (400 MHz, CDCls) d : 1 . 40-1. 43 (3 H, m) , 4. 3 
8-4. 43 (2H, m) , 7. 03 (1H, s) , 7. 6 7 - 7. 6 3 (2H, m) , 
7. 84-7. 87 (2 H, m) . 
F AB-MSm/z I 2 9 9, 3 0 1 (M+H) + . 
[0 2 4 2] 

2) 5 _ (4-/nt7x^) -1- (3-tfVv;v) - 1 H - M 7 V-fr- 3 - * 

±|B4- (4-7n€7x^JV) -2, 4-^t*y7*^>^f^r;V (7. 0 
0g) fc#fW1801) ©3-tF7yV^'Jy> (2. 5 5 g) Srfl3v>T\ ##«8 
C02) S&^fe-T? 5 - (4-yn*7x-^) -1- (3-H°';v^) - lH-tl°7 
y_ JV _ 3 -^;v,fyfxf jl/xXfJV (3. 8 3 g, 4 4%) LT#7^o 
[0 2 4 3 ] 

1 H-NMR (400 MHz, CDC 1 3) 5 I 1 . 44 (3H, t, J = 7. 1Hz) , 
4 47 (2 H, q, J = 7. lHz),7. 07-7. 10 (3 H, m),7. 34- 
7. 3 8 (1H, m) , 7. 4 7-7. 5 1 (2H, m) , 7. 7 1-7. 7 4 (1H, 
m), 8. 58-8. 57 ( 1 H, m) , 8. 62 (1H, dd, J =4. 8, 1. 6H 
z) . 

E I -MSm/z I 3 7 1 , 3 7 3 (M + ) . 

3) I 5^ 4 ( t 1 _, >T/7jl -;i,) -1- (3-f'Jy» - 1 H- tf 9 7-;v- 3 - * /W 
T;V=T>#H»,T, ±155- (4-/n^7x^) -1- (3-liUv;V) -1H- 

3 -^jv^yfxfjvi^f;v (1. 50g) , ~>y Wt^Jfr (o. 2 84 

g) Prh7^7 (hiJ7x-m7r/) ^9y->A (0) (0. 2 3 3 g) <7)N 

N-^WWT5K (30ml) iffltt 1 0 0TC"C1 8«fW«^U. 
ki$1£> y7>W (2. 3 5g) RITt 1 h?** (HJ7x-^7r/) 

(0) (i. 8 6 4 g) *ii*DL 1 0 OtCr3 OBfMBWWsbfco 
2 Mfe T > * — T 7Xv#i& fc I^M^f" JV-^nn*M =Sr ftn x. frffi. L , ^TftMl * tK 

tt*WHJ^«L/;o «SU^ «ET'M^^*tl#^/:iI*y'i* 
W9A^avb^77^f- (||xf^-^nn*iVA) t*iIL5- (4-~>T/ 
•7^- ; v) -i - (3-evv;v) — 1 H — tf 9 V*— ;v — 3 — # ;V^>^xf ;vxxr^ 
(0. 4 6 0 g, 3 6%) ^7^7r7H-C#t 
[0 2 4 5] 

1 H-NMR (400 MHz, CDCls) * : 1 . 44 (3H, t, J - 7. 2 Hz) , 
4 48 (2 H, q, J = 7. 2 Hz) , 7. 16 ( 1 H, s) , 7. 33-7. 36 ( 
2H, m) , 7. 3 9 (1H, dd, J = 8 . 2, 4. 8Hz), 7. 6 4 - 7. 6 7 ( 
2H, m) , 7. 7 6 - 7. 7 3 ( 1 H, m) , 8. 56 (1H, d, J=2. 4Hz) 
, 8. 6 6 (1 H, d d, J = 4. 8, 1. 6Hz) . 
E I -MSm/z : 3 1 8 (M + ) . 
[0 2 4 6] 

4) umY&m s . , o * 

jtflB5- ( 4 -y 7 77x^) -1- (3-^Jy» -iH-fc7V->U-3-* 
;V^^m^-^^x.^r-;W (0. 4 5 5 g) ©f >51iKD77> (9ml) Rrtifcfc, S 
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fflLTzftBfcfty*-* (6 6. Omg) (4. 5ml) igifcfcUnx. 8 0 ^Kl 

WLtZo KfcWL^ 1 mSmmTlc^m (1. 65ml) ^nn*K-^;-JV (10 

*n) ?i^s*inx.^Lfc 0 mmmmmzffi&T'g&vMmft&m (o. 3 8 4 g , 

9 3 %) £HH£t LTt#/Co 

[0 2 4 7] ^ 

1 H — NM R (400MHz, DMSO-de) 5:7. 58-7. 58 (1H, m) , 7 
79-7. 86 (3 H, m), 8. 13-8. 18 (3H, m), 8. 87 (1H, d 
J = 2. 4 Hz) , 8. 96-8. 97 ( 1 H, m) , 13. 49 (1 H, br s) 

E I -MSm/z 12 9 0 (M + ) . 
[0 2 4 8] 

[##00 2 5 ] 5- (5-^nn-2-K''Jy» -1- (3-t"'Jy» -lH-fc7 
v*— ;v— 3 — iJ ;v 
[0 2 4 9] 
[4b 2 8] 



CO,H 



[0 2 5 0] 

1 ) 2-7"n^-5-^nntf'Jy> 
0 2 - T 5 y - 5 - 9 n n fcf U v > ( 5 g ) «47 %*jk7K*Mi#^ (50ml) 

mm d2mi) *tax.. z b\zz<nm&m~mj6mi- i- u *a (i 5 g) <^7X (2 0 

ml) §^iTLlHF»t^: 0 'RJS^t-TfcK^bU^A (3 2g) <^7K (8 0 m 
M^iETS* L 2 - / n ^ - 5 - ^ o n b' >J y > (6. 8g, 9 1%) ^1#^LT 
[0 2 5 1 ] 

1 H — NMR (4 0 0MHz, CDCls) 5:7. 44 (1H, d, J = 8. 42Hz) 
, 7. 54 (1H, m) , 8. 36 (1H, s) . 

[0 2 5 2] 

2 ) 1 _ ( 5 _ ^ n n - 2 - if V 9 J > 

2 --^o^E- 5 n n tf V v> (6. 8 g) ©yxfjl/x-r)> (4 5ml) 
- 7 8 "C^iPT^ 1 5 6M-n-^f ^'Jf ^AcDA^ft>#I (2 7ml) £?STl& 
N N-^W-fe^U' (5ml) **T L 3 0 #W»L£ 0 RJ6«Lt=<&ffitt'fk 

At«L/:. a^ilET@*L#^/:»S^y V *^>* 7 f 7* 

( A ^ ty _^xf^) tilLl- (5-^o-2-f'JyJV) x.9S> 
(3. 2 6g, 5 9%) LTftfc, 
[ 0 2 5 3 ] 

1 H — NMR (400 MHz, CDC 1 3) 5:2. 70 (3H, s) , 7. 80 (1H, 
dd, J = 8. 42, 2. 32Hz), 8. 00 (1H, d, J = 8. 42Hz) , 8. 
6 2 (1H, d, J = 2. 3 2Hz) . 
[0 2 5 4] 

3) 4 _ (5_^nn-2-trU> ? ;V) -2, 4-yt*V7*r/iif^T^ 
^■>ij h^~> K (2. 2 6 g) <T>x-9 S—fr (10 0ml) iffifcfci'A ^Bfc^-* 

(5g) *iJn*5#M*HM&. Sfcfcl- (5 -*nn- 2 -feTU S^;v) .x*y> ( 
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3 2 6 g) £irax.£i&tM 55rmWkWLtz 0 RJ&*»K**taA5>^>^-^"?ife 

th'J ^A«U;o «SUm, ii^METf* L 4 - ( 5 - * n n - 2 - tf V *J)V) 
-2, 4-yt^V7 , r/|if^rJV (4. 12g, 7 7%) tI#^U#/; 0 
[0 2 5 5] 

1 H — NM R (400 MHz, CDCls) * : 1 . 42 (3 H, t, J = 7. 08Hz) 
4. 41 (2H, q, J = 7. 08Hz) , 7. 64 (1H, s) , 7. 87 (1H, 
' dd; j = 8 . 42, 2. 44Hz), 8. 11 ( 1 H, d, J = 8. 42Hz), 8. 
6 7 (1 H, d, J = 2. 4 4Hz) . 
E I -MSm/z : 2 5 6 (M+H) + . 
[0 2 5 6 ] 

4) x _ ( 6 -^nn-3-e^y-;V) - 5- (5-^nn-2-f'Jy>) H -y V* 

±154- ( 5 -7nn-2-H°'JyiV) -2, 4-yt^V77 ^xfjViXr^ ( 
1 g) H-^nn-6-tF7y7^'Jyy (7 3 5 mg) £J3v>-C, 9 <0 Aft 

)©1) fcW»0^«-C, 1- (6-^nn-3-t?V ^v-^) - 5- (5-*nn- 
2-t£Uv;l/) tf 7V*-jv - 3 -^^^^M-x-f-^-^^T-^ (5 0 0 mg, 3 5%) Sr-jH 

[0 2 5 7] 

1 H — NMR (400 MHz, CDCls) 8 \ 1 . 42 (3H, t, J = 3. 52Hz) 
, 4. 47 (2H, q, J = 3. 52Hz), 7. 28 (1H, s), 7. 58 (1H, 
d, J = 8. 30Hz), 7. 76 (1H, d, J = 8. 30Hz) , 7. 93 (1H, 
d, J = 9 . 28Hz), 8. 11 (1H, d, J = 9. 28Hz), 8. 34 (1H, 

s) . 

[0 2 5 8 ] 

5) mmt&m . s ._ 

±K1- (6-^nn-3-tfU ^v-;v) - 5- ( 5 - * n n - 2 - V v^) t7 
y_ Jly _ 3 _ ^ JV ^ xf f ( 5 0 0 m g ) <7)^^y-;V (10ml) 

-? V V f7 > ^fy F (15 0mg) *SPx.. Ifit 1 5 B#Fb1S# Lfco ISUSifcfc 1 

»«Sr«JET«*HIMi^#l» (4 8 3 mg. 7£») ^TWT^iUttfc, 
[0 2 5 9 ] 

1 H — NM R (400MHz, CDCls) * : 4. 12 (3H, s), 7. 15 (1H, 
d, J = 9. 28Hz), 7. 19 (1H, s), 7. 57 (1H, dd, J = 8. 42 
, 2. 8 1Hz), 7. 75 (1H, dt, J = 8. 42, 2. 81Hz), 7. 97 ( 
1H, d, J = 9 . 28Hz), 8. 40 (1H, s). 
EI-MSm/z : 3 3 2 (M+H) + . 
[0 2 6 0] 

[##M2 6] i-T5;-l->^n^^>AWt5 Kh'J7^tnftSlj6 
""[0 2 6 1 ] 
Mb 2 9] 



9 

H 2 N CONH 2 



[0 2 6 2 ] 

1 -r 5 y - 1 -i/?u<KV9 >*;v#>m (6. 4 5 g) ©rf7t KD7?> (6 
0ml) v t e r t -7f;vy*J^'t- h (12. 0 g) fc 6 &5fc*B*ffc* h 

.; 7 A^f (9ml) fc2mx.g&T?2 0B#H«#L^o KlSifcfc*ira*ini*.llBfete i: 
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I^«ET^*L 1 - t e r t h *~>* JVtff-^T 5 ^ - 1 - n^>* > 
^m*#^ 0 (FAB-MSm/z : 2 3 0 (M+H) + . ) 

^ # >^$co v^nn^^y (10 0ml) ^ 1 — ^ Kn^y^>V 
hlJ7v -_ ;V ( 10> 2 g) , i-^f-^-3- (3-^^f;v7 5/^n^;v) #;w-*f 
2M5K(14. 4 g) , 2 8 % T TjX (5m 1) , M'>'Jxf;V7 5 > (1 1 

ml) ^SPx-M^l 6B#M#L^o RJS^^tK^ v * * n * *r > £#n;i3ifcU « 

^->*;V5j€^-;vr 5 / - 1 - v?n^>? >#;V;J?dr^5 K (2 . 8 5 g, 2 5%) 
tzo (FAB-MSm/z : 2 2 9 (M+H) + . ) _ 

±|B# )\<tf3r*t 5F# (2. 85g) ©y^nn^r/ (20ml) i#i£lfC. h V "7 ;V 
* n ftm (4ml) 4- 2ra x. 4 P# pg«# L £ o Rl£« 4 «ET®* UIMlfc^ ( 2 . 1 
6 g, 7 1%) £#£o 
FAB-MSm/z 1 1 2 9 (M+H) + . 

I 0 2 6 3 1 ^ «. 

[##M2 7] 3 -7< t?n >J 1 -*;V* , >i^>v^^r;V h U 

[0 2 6 4] 
[<t3 0] 




•TFA 



[0 2 6 5 ] 

t"D 'J y / - 3 - A ^a*? >| t e r t - /f )VxXf^ ( 1 . 8 6 2 g) tfVxf 
;V7 5 > (i. 3 9ml) <D=J?uu*?> (2 0ml) mWLfc, MT^on^'/ 
v ;V ( 1 . 4 3ml) 4 in xlfit 2 B#F^» l o Km W 4 «J±T^* M# tL^» 

i*a*t>v7A-ee*Lfco ztsufu »**«ffTS*L3-_(N-t e r 

t -:/ h ^i/#;v**— ;v) 7 5 / t°n 'J ^ > - l - * > y ;vx^ r > (2. 6 

7 6g, 8 3%) *@ftfcLT#fco 
[0 2 6 6 ] 

1 H-NMR (400MHz, CDC 1 s) 8 '. 1 . 44 (9 H, s ) , 1. 74-1. 8 
9 ( 1 H br m), 2.07-2. 19(1 H, br m), 3. 19-3. 31 ( 
1 H, b r m),3. 42-3. 53 (2H, br m) , 3 . 62-3. 7 0 ( 1 H 

, m) , 4. 13-4. 27 (1H, br)., 4. 52-4. 66 (1H, br), 5. 
12 (2H, s) , 7. 2 5-7. 4 1 (5H, m) . 
[0 2 6 7] 

2) mmt&w . , 

_ tfg3 _ ( N -tert-7'Hy*M-^) 75^n'Jy>-l-^V*/^ 
>y;VJc^T-;V ( 2. 6 7 6 g) Oy^nn^^y (10ml) »8tfc> (2 
ml) a>J7 jVtnfS (8ml) fcill 1 ^WiJPtfc. RJ£y#««I±TW 
3rUHHi^J (2. 6 9 1 g, 9 6%) ^#ar#^o 
[0 2 6 8] 

1 H-NMR (400 MHz, DMSO-de) 8:1. 89-2. 03 ( 1 H, br m 
) , 2. 12-2. 27 (1H, br m), 3. 29-3. 75 (5H, m), 3. 7 
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8-3. 87 (1H, b r) , 5. 08 (2H, s) , 7. 28-7. 43 ( 5 H, m) 
,8. 05-8. 25 (3H,br s) . ES I-MSm/z : 2 2 1 (M+H) + . 
[0 2 6 9] 

2 8] 2 - (N- t e r t -7*f^7? S) T-t? < K 
[0 2 7 0] 
[ft 3 1] 



N — s 

H CONH 2 



[0 2 7 1 ] 

t e r t -7f;V7? > (0. 9 4 6 ml) GQN, N-^fWA75 K (8ml 
) yjc^TJitlt* V *A ( 9 9 3 mg) t7nt7^M K (8 1 Omg) c^N, 

N-^fWAT5 K (2ml) »«ttaiSa"C2 0«Lf;o Rf&ffc*»« 
U «v«*«J±T^* L, 3 e> h ^ > *2jnx.MJET#9!«* UHIft^ ( 6 1 

Omg, 7 9%) SrtiMfcfc LTftfco 
[0 2 7 2] 

1 H — NMR (400 MHz, CDC h) : 1. 19 (9 H, s), 3. 24 (2 H, 
s) . 

LC-MSm/z 112 9 (M-H) + . 
[0 2 7 3 ] 

[##®I2 9] 5- (4-tKn^y^f)V-2-k ,| Jy)V) -1- 3 
- 5 V - l H - tf 9 y- ;v- 3 - # 
[0 2 7 4] 
[ft 3 2] 



MeO 




CO„H 



[0 2 7 5 ] 

1) 2 - 7 -tf ^ - 4 - f ;V f 'J ^ > _ 

2 _ yn-=E— 4 — t?3 U > (4 g) ©^'xf^x-r^ (6 0ml) — 7 8 °C 

<t*PTl. 5 8M-n-yf;WJf^A(?)AJrt>iS (2 2ml) 5 5HSja»»-J"C?ftT 
L5^«#U/Co EU&m^ N, N-y>W^5K (3. 3ml) SrflfTU^ft 
■C14 5 B# W*# t fz o RJ& ifc t SKif ;v =Sr Dn x L . 4: * 

1 . 8 6 g, 5 9%) fcflMfcWfc LTftfco 
[0 2 7 6] 

1 H — NM R (400MHz, CDC Is) 8 \ 2. 42 (3H, s) , 2. 72 (3H, 
s) , 7. 29 (1H, dd, J=4. 9 4, 0. 6 7 Hz), 7. 86 (1H, d, J 
= 0. 67Hz), 8. 54 (1H, d, J = 4. 94Hz). 
[0 2 7 7] 

2) 4 _ ( 4 _^ ;V/ _ 2 -tf V Vfr) -2, 4-^t^V7^>iif^r;> 
±12 2 -T-b^;V- 4 -^-^;V^V v*> (1. 8 6g) t ya7Syxf)V (3. 7 4 

ml) &fflv*T. ##H4©3) fcra#o^fet?4- (4 2 v;v) - 
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2> (3. 8 2 g) ^l#tLt#fco 

'[0278] 

1 H — NM R (400 MHz, CDCls) 8:1. 38 (3H, t, J = 7. 08Hz) 
2. 51 (3 H, s), 4. 36 (2 H, q, J = 7. 08Hz), 7. 43 (2H, 
b r) , 8. 03 ( 1 H, s) , 8. 65 (1H, d, J = 5. 01Hz). 
E I -MSm/z : 2 3 6 (M+H) + . 

[0 2 7 9] 0 s 

3 ) 5 _ (4-^^-2-t" l Jy» -1- (6-^ h^^-3-t: 1 ; v;v) - 1 H- 

±154- (4 2 -try -2, ( 

3 8 2 g ) t ##i*J 1 O 5 - K 9 yV - 2 - * h^ytf'J i> ( 5 . lg) © 

(7 0ml) JRilifcK, h'Jxf;V7 5> (3. 4ml) * 2 BtW^n^M 

- l H- tf 9 v*-;v- 3 - ii ;v,f yfxf jvxxf )v4#/;c ife?Ntift»*R*wffi 

tffllL5- (4 2 -fc? V v;V) -1- (6-* h^v-3-tfV v^) -1 

H _ l / 9 .;_ A ,_3_*^V|xf-^f^^ 20g (2 

6%) fcftfco 
[0 2 8 0] 

1 H — NM R (400 MHz, CDCls) * : 1. 43 (3H, t, J = 7. 08Hz) 
2. 35 (3H, s), 3. 94 (3H, s), 4. 45 (2H, q, J = 7. 08H 

z) , 6. 75 (1H, dd, J = 8. 79, 0. 6 1Hz), 7. 05 (1 H, ddd 
J = 5. 1 3, 1. 5 9, 0. 7 3 Hz), 7. 23 (1H, t, J = 0. 73Hz) 
7 24 (1H, s), 7. 67 (1H, dd, J = 2. 81, 8. 79Hz), 8. 

0 9 (1H, dd, J=2. 81, 0. 49Hz), 8. 35 (1H, d, J = 0. 49 

, 5. 1 3 H z) . 

EI-MSm/z : 3 3 9 (M+H) + . 

[0281] . 

4) 5 _ ( 4 -fjjutf**,- 2 -fcfV Vfr) -1- (6-^>^r->-3-t:'Jy;v) -1 

±fB5 _ (4-^f)V-2-t"'Jy» -1- (6-* h^->-3-H°V^;V) -1H 
_tT9y*-;V- 3 -*;^>txf^x^T^ (7 7 4 mg) If U v > (6ml) *#ff& 
^a-e-m-fb-bV^ (1. 7 7 g) *tnx.l 2 0°C-t?7 0»l«ffLfco Kl£ 
ifcfcjjcfc ^nn*;VA^jjn£ML. til trMt^ ^> ^ ^ fc o mm 
, ««ET§*L5- (4-*m->-2-f'jy» - 1 - (6-*h*v— 3 
-t£'Jv;v) - 1 H- If 9 V-A/- 3 -*^#VfxfA'i^rfl' (1. 1 4 g, tek) 

[ 0 2 8 2 ] 

1 H — NMR (400 MHz, CDCls) * I 1. 43 (3H, t, J = 7. 08Hz) 
3 94 (3H, s), 4. 46 (2H, q, J = 7. 08Hz) , 6. 78 (1 H, 

d J = 8. 79Hz), 7. 36 (1H, s), 7. 70 (1H, dd, J =2. 69 
8 79Hz), 7. 84 (1H, dd, J = 4. 88, 1. 47Hz), 8. 07 ( 

'lH, s) , 8. 12 (1H, d, J = 2. 69Hz), 8. 66 (1H, d, J=4. 

8 8 H z) . 

E I -MSm/z :3 6 9 (M+H) + . 
[0 2 8 3 ] 

5) 5 _ (4 _ EK o^->^fjV-2-f'jy» -1- (6 h ^fy- 3 - 1? U v;V 
) _ ! H-lf 9 3 -*)V**>|if^rJV 
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_h§5 5- ( 4 _% )V ^*r : y- 2 -try -l - (6 h^~>- 3 -t?y v;v)^ - 
! H-tT^ y— /u- 3 ( 1 . 1 4 g) Orb?tKn77> 

(3 0ml) 0°Cit*PT*7>-iftv^fW (0. 9 5ml) £?$TL^ 

at? 1 8 5 Lfco RfSm^7jct»m ( 1 M 2 ) Mi#ttffitxf;V?:Jni 

;v _ 2 - tf 'J v;v) -1- (6 -tfU v^) — 1 H — t: v V— ;V — 3 — 7J 
;V^>@£^.^;VJ^t- ;v (2 5 0mg, 2 3%) fc L"C# fc 0 

[0 2 8 4] 

1 H-NMR(400MHz, CDC la) 5 : 1. 42 (3H, t, J = 7. 08Hz) 
, 3. 94 (3H, s) , 4. 45 (2H, q, J = 7. 0 8Hz) , 4. 72 (2H, 
s) , 6. 75 (1H, d, J = 8. 79Hz), 7. 22 (1H, ddd, J = 5. 0 
1, 1. 59, 0. 8 5 Hz), 7. 25 (1 H, s) , 7. 43 (1 H, d d , J = 1 
. 5 9, 0. 8 5 Hz), 7. 67 (1H, dd, J= 2. 6 9, 8. 7 9 Hz), 8. 
08 (1H, dd, J = 2. 69, 0. 61Hz), 8. 45 (1H, dd, J = 0. 6 
1 , 5. 0 1 H z ) . 
EI-MSm/z: 3 5 5 (M+H)\ 
[0 2 8 5] 

e) mmit^m . . 

j-| B5 _ (4-tKn^fy^f>-2-t"'Jy» -1- ( 6 - * > 3f 3 - V v 
;v) - l H-tT^ v*-;v- 3 -7j;v^>'^x--f->'Vx-^T-;v (2 5 0mg) ^fflv^-r, ## 
#0 1 6 04) i: |W]»C0^&-e^®^^ (2 3 2 mg, jeS) t?#7^o 
EI-MSm/z : 3 2 7 (M+H) + . 
[0 2 8 6 ] 

[##813 0] 5- (4 -n Ko^y^fiV - 2 - 1° y - 1 - (6-^>*v-3 

- 1° y y v~;v) — 1 H — tf 9 V— ;v— 3 - 7j >SM ;vj^^ -r ;v 
[0 2 8 7] 
[ft 3 3] 




D !_ ( 6 -^nn-3-try ^y^;v) -5- ( 4 - ^ 2 - tr y v;v) -ih 
— t: 9 y— ;v- 3 - # )V^>^.j^f-)V^-Xv-)V 

2 9 <7? 2 ) 604- (4-^-^;V-2-t°y v;V) -2, 4-yt^r77^>tx 
fix^f^ (4. 4 6 g) J:3-7nn-6-tK7yVlf'J^> (3. 6 g) 
v^T. ##«9«51) fcEI*<«Brei- (6-^nn-3 -H°y ^^-;V) -5- (4 
_^ f;V _ 2 -t"'Jy;V) - 1 H- t°9 V'-;V- 3 J^XriV (1. 7 

9g, 2 7%) *T^^yTXtLxmtz 0 
[0 2 8 9] 

1 H — NMR (400 MHz, CDC 1 3) * I 1. 43 (3H, t, J = 7. 08Hz) 
2 41 (3H, s) , 4. 48 (2H, q, J = 7. 08Hz), 7. 07 (1H, 
m) , 7. 20 (1H, s) , 7. 47 (1H, s) , 7. 69 ( 1 H, d, J = 9. 0 
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3Hz), 8. 08 (1H, d, J = 9. 03Hz), 8. 23 (1H, d, J=4. 8 
8 H z) . 

E I -MSm/z : 3 4 4 (M+H) + . 

[0 2 9 0] . 

2) x _ (6 _^ h ^^_ 3 -t°V^v-;v) -5 - (4-^^-2-t'J-») -1 

jtfBi- (6-^nn-3-^'J^^) -5- ( 4 - > ■f-/!'- 2 - tf V -1 
H-liyy-JV-a-^W^t^rJV (6 0 0 mg) £fflv>T, #fM9©A 
fe) 02) (6-^ + y-3-fv^^)_-5- (4-^^;v 

_ 2 - tf i; - 1 H - H° 9 V— 3 - # /usj? >-fJM f - (4 5 5mg, 8 

4 %) LTftfco 
[ 0 2 9 1 ] 

1 H — NMR (400 MHz, CDC Is) <5 : 2 . 40 (3H, s) , 3. 99 (3H, 
s) , 4. 10 (3H, s) , 7. 04 (1H, m), 7. 15 (1H, d, J = 9. 2 
8Hz), 7. 21 (1H, s) , 7. 44 (1H, s), 7. 93 (1H, d, J = 9 
. 2 8Hz) , 8. 2 4 (1 H, d, 4. 8 8Hz) . 
EI-MSm/z : 3 2 6 (M + H) + . 
[0 2 9 2 ] 

3) 5 _ (4 2 -fc^; v;V) 1- (6 h^rv - 3 - If 'J - 

_tiai- (6 3 -try ^-jv) -5 - (4 2 -trv v;v) - 

x H _ tf 3 _ fjfrtf-yWt* fjVxXT^ (14 7mg) 2 9 

<Z>4) Rl^O^tet? 5 - (4 -* 2 -tTU v;V) 1- (6-^h*v~3- 

IfU^i; — >U) - 1 H - 7 y - iV - 3 - * JV*' >t> f JVi^ r ;v (6 4mg, 4 0% 
) 

[0 2 9 3] 

1 H — NM R (400MHz, DMSO-de) * : 3. 88 (3H, s) , 4. 02 (3 
H s), 7. 49 (1H, d, J = 9. 28Hz), 7. 59 (1H, s), 7. 75 

(1H, d, J = 5. 01Hz), 8. 01 (1H, d, J = 9. 28Hz), 8. 15 

(1 H, s) , 8. 5 4 ( 1 H, d, J = 5. 0 1 H z) . 
EI-MSm/z : 3 5 6 (M + H)\ 
[0 2 9 4] 

4) mmt&m 

±ifi5 _ ( 4 _^ ; v^dp~>- 2 -try -1- (6-^f^y-3-t'Jfy^JV 
) _ x H-tf 7V")V- 3 -*;V3j?>S?^f-^J.^T-^ (6 4mg) ON, N->Mf-;V 
(3ml) W^. ^Trit'fbTV^-VA (14mg) , l-KKn*^ 
^>V*PJ7y-^ (30mg) , l-^;V-3- ( 3 - fA'T 5 7 7°n tf ;V) # 
My^F (4 1mg) , HJxf^T5> (7 5^ 1) SrSllx. 1 9 WMMWVfz 0 K 

ft. W * fcfcJETS* U# «b tLfc&SE Sr U * Y^MM * n -r h ^ 7 7 <f - ( * n n * ;v 
tlflUSSft^ (2 9mg, 4 5%) tH^tU^o 

[0 2 9 5] 

1 H — NM R (400MHz, CDC I3&CD3OD) 5:3. 98 (3H, s), 4. 
09 (3H, s) , 7. 38 ( 1 H, d, J = 9. 28Hz), 7. 74 ( 1 H, dd, 
J = l. 58, 5. 13Hz), 7. 81 (1H, s) , 7. 99 (1H, d, J = 9. 
28Hz), 8. 13 (1H, s), 8. 50 (1H, d, J = 5. 1 3 Hz) . 

[0 2 9 6] . 
[UttWl] N- t e r t 1 - (6-> t**~>- 3-t'J ITV-fr) - 5 - ( 

2 _ e v v ;v) - 1 H - tf 9 V- ;v- 3 - ii 5 K 

[0 2 9 7] 
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[ft 3 4] 




[0 2 9 8] 

##^J 9©1- ( 6 h * v- 3 - tT U ^v-;v) - 5 - (2-t'J - 1 H - 

Vf5 -J&^sK^m (0. 2 5 0 g) , l-^f-;v-3- (3-y7^V7U 

7°u tf;v) # Wv-f 5 KSSt (0. 17 7g) , 1 -fc Kn^y^>7f'J7y-^ 
(0. 12 5g) ©N, N-^^W^A7 5F (5ml) tert-W 
7>> (0. 0967ml) Rtf h V if^7 5 > ( 0 . 12 9ml) ^UukMU^ 4 3 

- (|^afci^n/-^nn*n/A)"C*IKL»*^W (0. 1 8 5 g, 6 3%) 
[0 2 9 9] 

1 H-NMR (400MHz, CDCls) * I 1 . 48 (9 H, s) , 4. 12 (3 H, 
s) , 6. 83 (1H, s), 7. 12 (1H, d, J = 9. 0 Hz) , 7. 18-7. 
2 1 (1H, m), 7. 2 0 (1H, s) , 7. 5 9-7. 6 1 (1H, m) , 7. 7 2 
-7. 7 6 (2H, m) , 8. 3 5 - 8. 3 7 ( 1 H, m) . 
E I -MSm/ z I 3 5 2 (M + ) . 
Ttmfrtif : CisHaoNe O2 t L"C 

SiHtlC, 6 1. 35; H, 5. 72; N, 23. 85. 

mmm : c, 6 1 . 1 9 ; h, 5. 4 8; n, 23. 70. 

[0 3 0 0] 

mmm2l N-ter t-7^;V-5- (4-#;W^^f ;v-2-t'j v;v) -1- ( 

[0 3 0 1 ] 
Mb 3 5 1 




^#1502 0^5- (4 -#;W-^^f;i/- 2 -ifU v^) -1- ( 6 - ^ h * v- 3 - t? 
i;5;v) - 1 H-tT 5/-^- 3 -^V^gt^-^-^^^ (2 8 6 mg) fc^ifeftU 
■f- <y A—^\}%2) (99. 2 m g) (DT V 7 K V'uy *? > (20ml) , J ~)V (20 
ml), RO"* (20ml) SSvf 1 8«FW*#b^o RJ£«£MI±T^*L 
#&*Lfc3*ifc£ 1 &3&BMfcJc»iK ( 1 • 5 6ml) 4r*Px.^:^ RlE#**«ffiTS*L 
5 _ ( 4 -fjji,,^^ )V- 2 - tf V y;V) -1- (6 f^rv - 3 -tfU v;V) -1H 
_ ^ 9 v _ ;v - 3 - D ;v #f > St V * a m. co «r # o iw*^>i'Jf fAtt 

t i - n Kn^r y h u T y"-;v (2 8 6 mg) «ON, N-v^f**iVA7? F ( 

ffliE# 2005-3017509 



#® 2003-434726 



^-v: 47/ 



2 0ml) mmz^ MUX- text -7f^7^ > (0. 278ml) tl -^f-;V- ( 

3 _ , >v ^ ;VT 5 j -f U tf; V ) ;v^>>M ^ K^mm ( 3 5 8 m g) SriJn*. 4 0 WWlkW 

7A^07h/77^- (^Jif-;V-^^^>) fiSLilft^ (2 5 5 mg, 7 

6 %) Lt#/:o 

[0 3 0 3 ] 

1 H — NMR (400 MHz, DMSO-de) d l 1. 41 (9H, s), 3. 89 (3 
H, s) , 6. 88 (1 H, dd, J = 8. 8, 0. 5 Hz) , 7. 37 (1 H, s), 

7 3 9 ( 1 H, br s), 7. 70 (1H, dd, J = 5. 0, 1. 6Hz), 7. 
74 (1H, dd, J = 8. 8, 2. 7Hz), 7. 79 (1H, b r s) , 8. 15 
-8. 15 (1 H, m) , 8. 19 (1 H, dd, J = 2. 7, 0. 5 Hz) , 8. 30 

(1H, br s) , 8. 54 (1H, dd, J = 5. 1, 0. 7Hz). 
E S I -MSm/z : 3 9 5 (M+H) + . 

[0 3 0 4] . , 

[HJfe^J3] N-tert-W-5- (4-*)W^^V-2-K'Jy*) -1- ( 
6 _^ h^->-3 -tfU ^-/W - l H-t'7V*-*- 3 -#;vtf^-9-5 K 
[ 0 3 0 5 ] 
[ft 3 6] 




##08 3 0 <D 4 ) CO 5- (4 -*/Wt^>f ;v- 2 - tf V v;v) -l - (6-*h*~>- 
- 1 H- tf^V*-;V- 3 -AA'^^Bft^f-^^^'r^ (2 9mg) (O 
r > 7ti Kn7 9> (4ml) (1ml) ^TvXm-fb U f- * A -tMB 

« ( 6 m g) 1 - 5 i*|Bia#Lfeo 1 ( 0 . 0 7ml) 

fcSn MI^IET^LflttiMfc t e r t - 7W5> (51^1 

) £fflv^T. fcra^^fe-CtRa^ 1 * (lOmg, 3 0%) frWfco 

[0 3 0 7] 

1 H — NMR (400 MHz, CDC Is) 8 I 1. 49 (9H, s) , 4. 11 (3H, 
s) , 6. 8 2 (1H, s) , 7. 16 (1H, d, J = 9. 3 8 Hz) , 7. 5 7 (1 
H, dd, J = 5. 01, 1. 71Hz), 7. 82 (1H, d , J = 9. 38Hz), 
7. 93 (1H, d, J = 1. 71Hz), 8. 53 (1 H, d, J = 5. 01Hz). 
FAB-MSm/z : 3 9 6 (M+H) + . 

[0 3 0 8] . 

N-tert-W-5- (4-tKn^»ffl/-2-ty W -1 
_ (6-* h*5/-3-fcfy 5>/l0 -lH-H°7V-^-3-*;i'^t5 K 
[ 0 3 0 9] 



ffiiE# 2005-3017509 



mm. 2003-434726 



^~-J : 48/ 



[ft 3 7] 




[0 3 10] 

##15!f 2 9 <D 5 - (4-tKo^y^fJV-2-li 0 'Jy» - 1 - (6 
- H° i; v ;V) - 1 H - tf 9 V- ;v- 3 - iJ ^ >M (232mg) t t e 



- ^ h ^ v - 3 
r t -7'f;V7 



5 > (0. 3ml) £fflV>T, 

[0311] 

1 H — NMR (4 0 0MHz, CDC h) 
s), 4. 74 (2H, s), 6. 75 
H, b r) , 7. 14 (1 H, s) , 7. 



1 ra^O^ftTlWB'ffr&W ( 1 3 m g , 5 %) £ 



8 ( 1 H, s) , 7 
H, d, J = 2. 5 
FAB-MSm/z 
[0312] 
[H*fc#!l 5 ] N - t 



. 5 9 ( 1 H, d d 
6 H z ) , 8 . 4 0 
: 3 8 2 (M+H) 



1. 48 (9H, s), 3. 95 (3H, 
. 79Hz), 6. 86 (1 
J = 5. 0 1 H z) , 7. 4 
. 5 6 H z) , 8. 09 (1 
(1 H, d, J = 5. 0 1 H z ) . 



(1H, d, J=8 
2 0 (1H, d, 
J = 8. 7 9, 2 



e r 



t -7*f-;v- 1 - ( 5 



tf V v ;v) — 1 H — kf 9 V— fr- 3 - * 3^ 
[0313] 
[ft3 8] 



h^v- 2 - fc? V 
K 



-5- (2 



MeO 




[0 3 14] 

#fi8©l- (5-^^->-2-f'Jy» -5- - 1 H-fc7 

3 (0. 250g) ttert -7f^7? > (0. 19 4ml) 

fcffiv^ gdfcm fc IWI^^T^S-fb^® (0. 1 5 4 g, 5 1%) fcHttt Ltffc 



J : 1. 4 8 (9H, s ) , 
16-7. 20 (2 H, m) 
43-7. 47 (2 H, m) , 7. 
J = 2. 9Hz), 8. 41-8. 



3 . 8 9 (3 H, 
, 7. 3 1 (1 H 
6 7-7. 
4 2 ( 1 H 



[0 3 15] 

1 H — NMR (4 0 0MHz, CDC Is) 
s) , 6. 8 7 ( 1 H, b r s) , 7. 
, dd, J = 8. 8, 3. 2 H z) , 7. 
7 2 (1 H, m) , 8. 0 3 ( 1 H, d, 
, m) . 

E I -MS m/ z : 3 5 1 (M + ) . 
[0 3 16] 

[HEJfc0i6] N-tert-^-5- (4-tKn^r'>- 

h*->- 3 - tf v v;v) - i H-e^y"-;v- 3 -*;v^^^5 k 

tHSE# 2005-3017509 



2 - t? y v;v) - l - ( 6 



#M 2003-434726 



-J : 49/ 



10 3 17] 
lit 3 9] 




[0 3 18] 0 . n 

1) N-tert-7*fiV-5- (4-^^ W + *>-2-t , J"W ~1~ (6- 
h ^ ^_ 3 _ 1; y ;v) - 1 H - 9 V- ;V- 3 - U 5 K 

[0 3 19] 
[It 4 0 ] 




[0 3 2 0] 

^##IJ14C7)5- (4-^>y>t^fy-2-H'Jy» -1- (6-^h*v-3- 
eyy^) -lH-t°7V-;V-3-*^**>t (0. 2 0 3 g) fctert-rW 
5> (0. 10 5ml) £J3V>T. »1 tlHWW-t e r t 5 - 

( 4 _^^^;V^^^-2-tfU -1- (6-^^fy-3-^'J^) -1H- 

^y_ jV _3-^ vm 5F(0. 195g, 8 4%) *7^7 7^iU#fc, 
1 h-NMR (400MHz, CDC 1 3) 8 \ 1. 48 (9 H, s) , 3. 96 (3 H, 
s) , 5. 10 (2H, s) , 6. 7 5 (1H, d d , J = 8. 8, 2. 7 H z) , 6 
8 2 (1H, s) , 7. 11-7. 12 (1H, m) , 7. 2 3-7. 4 1 (7H, m) 
, 7. 60 (1H, dd, J = 8. 8, 2. 7Hz), 8. 12 (1H, d, J = 2. 7 
Hz) , 8. 23-8. 24 ( 1 H, m) . 
E I -MSm/ z : 4 5 7 (M + ) . 
[0 3 2 1 ] 

iEN-t e r t-7f;V-5- ( 4 # 9 s- 2 - t: V v>*) -1- (6- 
^ ls ^- > _ 3 -tfUv^V) -lH-t°7V-^-3-AJV^t5 F (0. 19 0g) <£> 
(39ml) ^FffcK, 1 0 %a'7VvA -#t* ( 5 0 %w et, 0 . 1 9 g) 

^linx.7X«#iii^T^a^8B#f B iWL^o rj£«-mu i««^«™*tH 

(0. 1 1 5 g, 7 5%) Sr@#fcL"C#^o 
[0 3 2 2] 

1 H — NM R (400 MHz, CDC 1 3) * : 1. 49 (9H, s) , 3. 94 (3H, 
s) 6 74 (1 H, d, J =8. 8H z) , 6. 96 (1H, br s) , 7. 0 5 
(1H, s) , 7. 16-7. 26 (2H, m) , 7. 58 (1H, dd, J = 8. 8, 
2. 7 Hz) , 8. 11 (2H, m), 8. 91 (1H, br s). 

ffiSE# 2005-3017509 
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^-v : 50/ 



E I -MSm/z I 3 6 7 (M + ) . 

3C*53**f : C19H21N5O3 -0.2 



ipfffH 



C, 6 1 
MHii : C , 6 1 
[0 3 2 3 ] 
[«f!]7] N- 

3 - tf v v^v) - 

[ 0 3 2 4 ] 
Ut4 l] 



3 6 
3 5 



H, 
H, 



5 
5 



5 H2O t Lt 

8 3 ; N, 18. 83 

6 5 ;N, 18. 74 



5 - (2 - Vf U 



! f^-xf^) -1- (e-^h^rv- 

1 h — tf 9 V— ;v— 3 — # ;v^^r-9" 5 F 



MeO 




[0 3 2 5] . 

##W40 1- (6 h^v- 3 - IfV -5 - (2-t 



y'-;V- 3 (2 0 0mg) „ 1 



-jn^-;l/- 3 - (3 - 
;v) j&/Usj?5M 5 KifiBfett (0. 1 9 5 g) > l-KKn^> 
1 3 7 g) tl, 1 f-;V- 2 — t KD^f'>xffl/7 5 > ( 6 

(10ml) b'jxf;VT$> (0. 3ml) £fiPx. 

ifjtgt (18 0mg, 6 6%) ^i^tttfl^o 

[ 0 3 2 6] 



V — 1 H — tf v 

Vh V 7 7*-^ (0. 
7mg) (Dl??uu* 



1 H- 
d, 
, 6 
. 2 
H, 
H, 
E I 



- NMR (4 0 0MHz, CDC 1 3) 
J = 6. 3Hz) , 3. 96 (3H, 
. 77 (1H, d, J = 8 . 8Hz) 
6 (2 H, m) , 7. 4 3 (1 H, d 
d d, J = 8. 8, 2. 7Hz) , 7 



1 . 2 
, 4. 
. 0 3 

J = 7 
1 - 7 



6 (6 H, s 
9 0 ( 1 H, 
( 1 H, b r 
. 8, 0. 7 
. 7 4 (1 H 



7 

7 - 8 . 5 0 ( 1 H, m) 



) , 3 
t, J 
s) 
H z) 
, m) 



7 2 

6 . 

7 . 

7 . 

8 . 



(2 H, 

1 H z) 

2 1-7 
6 0(1 
12(1 



5 H2O t Lt 
8 3 ; N, 18 
5 6 ; N, 18 



8 3 

9 5 



d, J = 2 . 7 H z) , 8. 4 
-MSm/z : 3 6 7 (M + ) . 
7C5R3-#f : C19H21N5O3 -0.2 

mmm : c, 6 1 . 3 6 ; h, 5 

»Hfi : C, 6 1. 5 2 ; H, 5 
[0 3 2 7] 

mMM 8 ] N - t e r t - -ff-fr- 1 - ( 6 - ^ 3 - tf 7 J 

V v ;v) — l H — tf 7 V— ;v — 3 — # 5 F 

[0 3 2 8] 
[ft 4 2] 



v;v) - 5 - (2 - tf 




[0 3 2 9] 

1 2 <7> 1 - ( 6 f->»V- 3 - tf U v;V) 



5 _ ( 2 - tf U v ;V) — 1 H — tf "7 
tBfE# 2005-3017509 
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^-v: 51/ 



v -_;v_ 3 -#;v*->i^^V^-r;V (0. 236 g) Of >5KKn77> (2ml 
) x^-;K0. 5ml), Xtf* (lml) ^U^XSMk V ^ ■> A 

-7X#U% (4 0. 7mg) rtx.l!lll»Uo Rlftfcfcl (0. 0 7 

omi) fcjbnx.fcSL RJ&»«**ffiT«*ui- (6-^f;v-3-e'Jy» -5- 

i^ti/^iV^'^'Jf^AS^N, N-^W^75K (4. 0ml) 
»L Sfitfl-t Kn^fW/h UTV-;v (0. 1 6 6 g) , 1 -^jv- 3 - ( 
3 _V ^;V7 5; 7°n t?;i/) # /HKSM * Fi&M*! ( 0 . 2 2 9 g) , RTfi t e r t - 
W75 > (0. 24 1ml) ^£3HFWL^o K£«^on*;VA-^ 
*y-;v (1 5H1) m&mm*imz.frfo^* ^T««Sr«ft*ifeBfcf-h';^A-e<e*Lfeo 

n*;U-^^-;v) tfflSlilM (0. 13 7g, 5 4%) £T^;WrXt 
[0 3 3 0] 

1 H — NMR (400 MHz, CDCls) 8 11. 49 (9H, s) , 2. 60 (3 H, 

s) , 6. 84 (1H, br), 7. 18-7. 30 (3H, m) , 7. 47 (1H, d 
like, 1 = 7. 0Hz), 7. 63 ( 1 H, d d , J =8. 1, 2. 7 Hz) , 7 
7 2 (1 H, t like, J = 8. lHz),8. 40 (1H, d, J = 2. 7 H 

z), 8. 45-8. 55 (1 H, m). 

ESI-MSm/z ! 3 3 6 (M+H) + . 

[0 3 3 1] . . . 

mmn9l N-tert-W-5- (4-vT/-2-tV VJV) -1- (6-> 
3 -tfij - lH-t"7V-JV - 3 -#;v***^3 K 

[0 3 3 2 ] 
[ft 4 3] 




MeO 

[0 3 3 3 ] 

1) f'j7;l/tn^^>X;V*^l!6- [5-t er (6 
h^V-3-ifi; v;v) _ 2 H-tf7V*-;v- 3 -4*1 - 3 - £ V 
TJVn^fi^T, «fU6 0N- t e r t -7*^-5- (4-tFo^->-2-t 
v ^ ;v) _ i _ ( 5 -^ h^v-2-tfV v^V) -lH-li7/-^-3-*mt5 
K (2 4 7 g ) tf V V y ( 1 . 7 9ml) <^^^nn^^> (49ml) ^ 
f'j7;vtn^^>^;^>i (1. 2 4ml) fcflST L 1 W W b/c 0 RJ£ 

•eilLl'J7JVio^r/^iV*« (2. 83g, 84%) ^Iff^L 
[0 3 3 4] 

1 H — NMR (400 MHz, CDCls) 5:1. 47 (9 H, a) , 3. 97 (3 H 
s) , 6. 79 (1H, dd, J = 8. 8,0. 7Hz),6. 81 (lH, br s) 
7. 25-7. 27 ( 1 H, m) , 7. 56-7. 66 (3 H, m) , 8. 11-8. 
12 (1H, m) , 8. 41 (1H, d, J=2. 4Hz) . 
E I -MSm/z 14 9 9 (M + ) . 

mm 2005-3017509 
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^-v: 52/ 



[0 3 3 5 ] 

2 ) mmt^m . , . . _ . _ . „ 

T;U3'^»HI^T, Sa"e'>7WtHJ-n-W^^ (5. 6 2 g) trf7^X 
(h i; 7x-;VW7-f >) (0) (7. 70g) OV^n^n (61m 

i ) Mviit* 2 mmummm u _lk > u 7 n * 9 >m e - [ 5 - 

tert-7 , W^*-2 - (6 3 - tf U -2H-K7V- 

;v _ 3 - 3 -tf V y;V^^7";V (2 . 2 2 g) V>V * un * $y (5 0ml) i# 

(1. 5 0g, 9 0%) *H#fc LT#fCo 
[0 3 3 6 ] 

7 . 

m) 



'H-NMR (4 0 0MHz, CDCls) 
s) , 6. 7 9-6. 8 1 (2 H, m) , 
2 H, m) , 7. 9 5 - 7. 9 7 ( 1 H, 
, 8. 6 8 (1 H, d, J = 2. 
E I -MSm/ z : 3 7 6 (M + ) 

5E*5Mff : C20H20N6 Os t Lt 

mmm : c, 6 3. 8 2 ; h, 5 

»Jffi : c , 63. 7 6 ;h, 5 

[0 3 3 7] 

10] N — t e r t -7*J-fr- 5 - (4 
( 6 _^ 3 -fcf U - 1 H-t°7V-^ 

[0 3 3 8 ] 
[4fc 4 4 ] 



4 7 (9 H, 
(1 H, s) , 
. 0 9 ( 1 H, 



s) 



7 . 
d 



3.97 
5 7-7 
J = 2. 



(3 H, 
. 6 0 ( 
9 H z ) 



2 H z) 



3 6 
3 2 



N, 
N, 



2 2 
2 2 



. 3 3. 
. 3 6. 

ij ;v- 2 - tf V v;v) - 1 - 

3 K 




MeO 



[0 3 3 9] 

1) 6- [5- (N- 

- 2 H-tr^y 

[0 3 4 0] 
[<k4 5] 



t e r t - ;w) * /W** ;v- 2 - ( 6 - ^ h ~> - 3 - tf y 
-;v-3--OV] 




MeO 



[0 3 4 1] 

mMM 8 ON— t e r t 5 - ( 4 - ~> T ^ - 2 - tf V v ;V) - 1 - ( 6 - > 

f-^y - 3 _tf V v;V) -lH-t'77-^-3-^^^t5 K (0. 7 0g) O;* 9 

fflfE#2 005-3017509 
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^-v: 53/ 



/ -)V (14ml) fcxh^Kn??;/ (14ml) rJ^mK, 1 fLTETjcSHk 

f- h 'J * A ( 9 . 3 0ml) £inx 7 H^MISl^o RC&^HtK ^nn* 

^ a * in x. 73i& L , tK® i &3&iftBfc*t*« * iflAttt t^tzfe, ?uu*)is^*mt%- 

mmm zmxMwa- * v * a« «htfy«£^* l 6 - [ 5 - 

(N-tert-yfiV) 7j;wt^;v-2- ( 6 - * h ^ 3 - tT V v ;V) -2H- 
^>>/_;V-3-^f;V] -n-^^Bft (0. 5 7 2 g, 7 8%) tSfrfcUftfc, 
[0 3 4 2] 

'H-NMR (4 0 0MHz, CDC h) * : 1. 48 (9 H, s), 3. 97 (3 H, 
s) , 6. 8 0 (1 H, d, J - 8. 8Hz), 6. 8 7 (1 H, s) , 7. 3 6 (1 H 

s) , 7. 56 (1H, d, J = 8. 3Hz), 7. 64 (1H, dd, J = 8. 8, 
2. 7 Hz) , 8. 11 (1H, d, J = 2. 7Hz), 8. 32-8. 35 (1 H, m 
) , 9. 0 8 (1 H, d, J = 1 . 5H z) . 
E I -MSm/z 13 9 5 (M + ) . 
[0 3 4 3 ] 

2 ) wmt&m , x ^ , 0 ^ 

_L156 - [5 - (N — t e r t - f^)^) #/W**>f 2 - (6 h*v- 3 -fc 
>Jv;v) -2H-H°9V'-;v-3-^^] -3^>Sfc (0. 2 5 0 g) h^kT ? 
A (0. 1 6 9 g) t ra»0^ffi-e»«'fk'&« (0. 1 1 6 g, 4 7 

%) ^|ffat#/;„ 
[0 3 4 4] 

'H-NMR (4 0 0MHz, CDCls) * : 1 . 48 (9H, s), 3. 96 (3H, 
s),6. 78 (1H, d, J =8. 8 Hz) , 6. 8 5 ( 1 H, br s) , 7. 3 0 
(1H, s) , 7. 52-7. 54 ( 1 H, m) , 7. 59 (1 H, dd, J =8. 8, 
2. 7Hz), 8. 10 (1H, d, J =2. 7Hz), 8. 19-8. 21 (1H, m 

) , 8. 9 0 (1H, d, J = l. 7Hz) . 
E 1 -MSm/z : 3 9 4 (M + ) . 

im^m : C20H22N6O3 1 lt 

Stttt: c, 6 0. 9 0 ; H, 5. 6 2 ; N, 2 1. 3 1. 
«H4: C, 60. 74; H, 5. 62; N, 21. 18. 

[0 3 4 5] , . 

mmmi 1] N- t e r t-^^-5- (4-H - 
!_ (6 h^f-v- 3 - tf'j v;v) -iH-t"7V-JV-3-*;^>t? K 

[0 3 4 6] 
[ft 4 6 ] 




T;v^V#H^T, ilil 0©1) (7)6- [5-tert-W»^-t^-2 
_ ( 6 -^ h^-v- 3 -tfU *Jn>) — 2 H — tf 7 V— )V — 3 ^1 (0. 2 

4 5 g) Orl-7tKn77> (4. 9ml) 7 >~Mv ^ ^;V#t#: 

(0 14 1ml) U 2 B#F^»L/Co $ fc, ^7 > -We>V * *-JV## ( 0 

282ml) ^SOx.4 Bf RBSfcftLfco RJEB«t^<&3Rl^Bft**-?" > '>> ° n 

'*frj»-*9 (io*fi) MMS^JniML, t«itt**»t>y>A-e 

miE#2 005-3017509 
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^-v: 54/ 



-f- (?nn*;H-^;-iV) -C»»L«R«^W (9 4. 0 m g , 3 9%) £H# 
[0 3 4 8] 

1 H — NM R (400MHz, CDCls) * ! 1. 47 (9H, s) , 3. 94 (3H, 
s ) , 4. 72 ( 2 H, s ) . 6. 75 ( 1 H, d, J = 8 . 8Hz) 
b r s) , 7. 1 4 (1 H, s) , 7. 4 0 (1 H, d, J = 8 



6 . 8 3 ( 1 H 
1 H z) , 7. 5 



2 . 

2 H 



9 (1H, dd, J = 8. 8, 2. 7Hz), 7. 73 (1H, dd, J = 8. 1 
2Hz), 8. 09 (1H, d, J = 2. 7Hz) , 8. 44 (1H, d, J = 2 
z) . 

FAB-MSm/z 13 8 2 (M+H) + . 
7G*#*f : C20H20N6O2 • 0. 5H 2 0tLT 
wmm : c , 6 1. 5 3 ; H, 6. 20;N, 17. 94. 
m&VL'.C, 61. 751 H, 6. 30; N, 17. 79. 

[0 3 4 9] . 

mmmi 2] N-ter t-y^-i- (6-* -5- (3 

- tf u jry~ju) — 1 h — tf 7 V— ;v— 3 - # /m* 5 K 
[0 3 5 0] 
[ft 4 7] 



MeO N 




i 3 <7> i - (6-^ h^-3-e>j^) -5- (3 -tr y yy-fr) -ih 

3 -#;Vtff>^'J ( 1 6 2 m g) ttert -7f;V7 5 > ( 1 

12^1) £JBv>T, *Jfetfll iW^ft-eMJSft^ (8 lmg, 4 0%) *B#fc 

[0 3 5 2] 

1 H-NMR (400MHz, CDCls) * : 1. 50 (9H, s), 3. 95 (3H, 
s), 6. 80 (1H, dd, J = 8. 8, 0. 5 Hz) , 6. 85 (1H, br s) 
, 7. 33 (1H, s) , 7. 51 (1H, dd, J = 8. 5, 4. 9Hz), 7. 59 
(1H, dd, J=8. 5, 1. 7Hz), 7. 68 (1H, dd, J = 8. 8, 2. 7 
Hz), 8. 12 (1H, dd, J = 2. 7, 0. 5Hz), 9. 12 (1H, dd, J 
= 4. 9, 1. 7Hz). 
E S I -MSm/z I 3 5 3 (M+H) + . 

10 3 5 3 ] 0 

13] N- t e r t -7^;V- 1 - (6-* h*">- 3 - 1 U >^W - 5- (2 

- if 9 v~;v) - l H - t? 9 y- ;v- 3 - * jw-K*^ 5 F 

[0 3 5 4] 



ffifE# 2005-3017509 
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^-vl 55/ 



[4t 4 8] 




##M2 2(7)1- (6 -> h 3 -tfU - 5 - (2-^7^) - 1 H- 

tf 9 3 - * )\stf>m. ( 0 . 2 3 2 g ) fctert- 7*^ V T 5 > ( 0 . 14 8m 

i) ^m^x, mmmi tmm^^mmit^m (uug, 49%) ^r^^yr 

[0 3 5 6 ] 

1 H — NMR (400MHz, CDC 1 3) $ 1. 49 (9H, s) , 3. 97 (3 H, 
s) , 6. 80 (1 H, d, J = 8. 8Hz), 6. 82 (1H, br s) , 7. 33 
(1H, s) , 7. 61 (1H, dd, J = 8. 8, 2. 7Hz), 8. 13 (lH d 
J = 2. 4Hz), 8. 44 (1H, dd, J = 2. 4, 1. 7Hz), 8. 49 (1 
H, d, J = 2. 4Hz) , 8. 74 (1H, d, J = l- 5Hz) . 
ESI-MSm/z : 3 5 3 (M+H)\ 
[0 3 5 7] 

[Hf&f!) 14] N— t e r t -f+fr- 5 - (4-y^fJV7 5 - 1 - (6 

_^ h ^ ~> _ 3 - \£ ij y - 1 H-f7V'-)V- 3 K 

[0 3 5 8] 
[ft4 9] 




##<$J10 CO 5- (4-7^f^7^7x-JV) -1- (6 h * v- 3 -tTU * 
^;V) _ ! H - f 7 V - JV - 3 - * ;V # > I ( 2 0 3 m g ) Hert-7W5> 
(12 6^1) fc £ffiv>T, 7 t ra«fcO*ft-C*«'fb#W ( 2 0 2 m g , 84%) 

[0 3 6 0] 

1 H — NMR (400MHz, CDC 1 3) $ 1 . 47 (9H, s), 2. 96 (6 H, 
s), 4. 17 (3H, s), 6. 62 (2H, d, J = 8. 8Hz), 6. 89 (1 H 
, br s), 6. 94 (1H, s), 6. 99 (1 H, d, J = 9. 3 Hz) , 7. 1 
2 (2H, d, J = 8. 8Hz), 7. 35 (1H, d, J = 9. 3Hz). 
ESI-MSm/z : 3 9 5 (M+H) + . 
Ttmfi-tff : C21H26N6O2 • 0. 2 5H 2 0tLT 
mmm : C , 63. 2 2 ;h, 6. 6 9 ;n, 21. 0 6 . 
mmm :c, 63. 3 3 ;h, 6. 4 2 ;n, 20. 94. 

[0 3 6 1 ] „_ 
[WJl 5] N-t e r t-"7^;V-l- (5-* ^y-2-Hyy^) -5- ( 

ffifiE# 2005-3017509 



mm. 2003-434726 



^-v : 56/ 



2 - if 'J v;v) 

[0 3 6 2 ] 

Mb 5 o ] 



— 1 H — tf 9 V 5 - ;v- 3 - * 5 K 




MeO 



[0 3 6 3] 

##M 1 1 O 1 - ( 5 h * v- 2 - tf -7 
f7V-)V-3-*^>l (0. 2 2 7 g) fcter 

i ) £jiv>t, 1 1 mm^^nm^m 

[0 3 6 4] 

1 H-NMR (400MHz, CDC Is) 8 : 1. 
s ) , 6. 8 7 (1H, s) , 7. 18-7. 2 1 
. 5 7 (1 H, m) , 7. 7 1 - 7 
2 H z ) , 8. 3 3 (1 H, d 



- 5 - (2 -tfV v^) - 1 H- 
t-7'f)V7? > (0. 16 0m 
3 %) L 



(0. 1 9 7 g, 7 



, 7 . 5 5- 
, d, J = l. 
( 1 H, m) . 
E I -MS m. 



4 9 (9 H, s 
( 1 H, m) , 
. 7 6 ( 1 H, 



3 
7 

J = l. 2Hz), 8. 3 8-8. 3 7 



7 . 



4. 0 3 (3 H, 
2 3 ( 1 H, s ) 
9 8 (1 H 



3 5 2 (M + ) 



imfrffi: C18H20N6O2 1 lt 



mm 



c 



6 

mwim : c , e 

[0 3 6 5] 

mum 1 6 ] 

f^ry - 3 
[0 3 6 6 ] 
Mb 5 1 ] 



3 5 
2 7 



H, 
H, 



5 
5 



7 2 
6 8 



N, 
N, 



8 
9 



N— t e r t 5 - (4-^W5;7x-^) 

- tf v v;v) - 1 H- tf 9 v*-;v- 3 - * 5 K 



1- (6 




MeO 



[ 0 3 6 7 ] 

(253m g) ^tert -7f^7^ s {1 2 



) - 1 H-tf9V*-^- 3 



6^1) fcffiv*T\ 

[0 3 6 8] 

1 H-NMR (4 0 OMH z , 
s) , 3. 9 5 (3 H, s) 

, d, J = 8. 8Hz), 6 
6 (2 H, d, J = 9. OH 
8. 19 (1 H, d, J = 2 
ESI -MSm/z 1394 



it«7 tWao^MM (2 2 6mg, 7 6%) 



cdc 1 3) 5 : 1 • 

, 6 . 6 2 (2 H, d 
. 8 3 ( 1 H, b r 
z) , 7. 5 1 
. 7Hz) . 
(M + H) + . 



4 8 (9 H, s) 



J = 9 
s) , 6 
( 1 H, d d, 



. 0Hz) 
. 9 0 

J = 8 



2 . 

, 6 
(1 H, 
8, 2 



9 6 (6 H, 
. 7 3 ( 1 H 
s) , 7. 0 
. 7Hz) , 



mm 2005-3017509 



mm 2003-434726 



^-v?I 57/ 



7L*^tf: C22H27N5O2 1 L-c 

sa8rffi:c, 6 7. 1 5 ; H, 6. 9 2 ; N, 1 7. 8 0. 
• C , 66. 9 6 ; H, 6. 90;N, 17. 87. 
[ 0 3 6 9] . \ 

[HJfeffll 7] N- t e r (3-^W^7x^) 
^ ^->_ 3 -tfij yjv) - 1 H-tf9V*-^- 3 -*^3j?*-9-5 K 
[0 3 7 0] 
[ it 5 2 ] 



1- (6 




h 3^>- 3 - If 'J 
-7'f^7 (0. 



MeO 



[0 3 7 1 ] 

###!)15?>5- (3-^^f)V7^7x-;V) 1- (6-* 
) _iH-h"7 V- ;V- 3 - # ;V**>M ( 2 6 4 m g ) ttert 
13 9ml) *JBv>T, 1 ra*0*-ft-C«*<k#W ( 1 9 4 m g , 62%) * T 

1 H — NM R (400MHz, CDC Is) * I 1 
s), 3. 94 (3H, s) , 6. 46-6. 4 
1 H, m) , 6. 6 8 (1 H, d d, J = 8 . 3 

8 4 ( 1 H, b r s ) 
7. 6 H z ) . 7 . 5 1 



J = 8. 8 H z) , 6 
H, d d, J = 8 . 3 
) , 8. 17 (1 H, 
ESI -MSra/ z : 
[0 3 7 2] 

mmm 1 si n - 1 e r 

(4 -^;v- 2 -tfU v^) 
[0 3 7 3] 
lit 5 3 ] 



Is) <S 
16-6 
J = 8 
b r 
, 7. 

d, J = 2 . 2 H z ) 
3 9 4 (M+H) + . 



. 4 9 (9 H, 
9 ( 1 H, m) 
, 2 . 4 H z ) 
, 7. 0 0 ( 1 
( 1 H, d d, 



s) , 
, 6. 
, 6. 
H, s) 
J = 8. 



. 8 7 

6-6 
3 (1 H, 
,7.15 
8, 2. 9 



(6 H, 
5 7 ( 
d , 
(1 
H z 



t _f^) V -l- ( 6 - * > * v - 3 - tf 'J y v- 



• ;v) - 5 



MeO 




[0 3 7 4] 

#^17»1- (6-* h^">-3-tfU^^-^) -5 - (4 2 
v;V) -iH-t , 77-JV-3-*W , /f (5 6 0mg) htert-7W5> ( 
167//1) Irfflv^ W7^«^StW^ (3 4 0mg, 5 2%) £@ 

[0 3 7 5] 

1 H — NMR (4 0 0MHz, CDC 1 3) S l 1 . 49 (9H, s) , 2. 39 (3H, 
s) , 4. 12 (3H, s) , 6. 85 (1H, br) , 7. 02 (1H, d J-5 
00Hz), 7. 12 (1H, d, J = 9. 28Hz), 7. 17 ( 1 H, s), 7. 4 

ffifiE# 2005-3017509 



mm 2003-434726 



^-v : 58/ 



4 (1H, s) , 7. 74 (1H, d, J = 9. 28Hz), 8. 20 (1H. d, J = 

5 . 0 0 H z) . 

FAB-MSm/z : 3 6 7 (M+H) + . 
[0 3 7 6 1 

mmmi 9] N-ter t-?*»-i- (6-* h*v-3-trv^) -5- (2 

-tfijv;v) - l H- tT9 y-;v- 3 -fcTWsj^-tf-S K 
[0 3 7 7] 
Hb5 4] 




[0 3 7 81 

3 (880mg) fc t e r t — 7*f ^7 5 > (2 1 7mg) £fflv> 

X , »J7 fc ra»W*ife-C«a^» (8 5 Omg, 81%) *l*i:LT#fc, 
[0 3 7 9] 

1 H-NMR (400 MHz, CDC Is) 8 11. 49 (9H, s) , 3. 96 (3H, 
s), 6. 76 (1H, d, J = 8. 8Hz), 6. 84 (1H, br s) 7. 18 
- 7 2 4 (2 H, m) , 7. 44 (1H, d, J = 7. 8Hz) , 7. 60 1H, d 
d, J = 6. 8, 1. 9Hz) , 7. 70-7. 73 (1 H, m), 8. 12 ( 1 H, d 
, J = 2. 4 Hz) , 8. 4 7 (1 H, m) . 
E I -MSm/z :351 (M + ) . 

T&kftffi'. C19H21N5O2 b lx 



C, 64. 94 ;H, 6. 02 ;N, 19. 93 



mm :C, 64. 9 7 ; H, 6. 06 ;N, 19. 86. 
[ 0 3 8 0 1 

mMM2 0] N-ter t-^-1- (6-y77-3-f'Jy» -5- (2- 
tf 'J v;V) - 1 H- tf 7/-^- 3 - # frtf*^ 5 F 
[0 3 8 1 ] 
Mb 5 5 ] 




1) N-ter t-^;v-l- (6-tFn^>-3-f'Jy» -5- 
;V) - 1 H - tf 9 V-;V- 3 - * ;V^?^r^5 F 
[ 0 3 8 3] 



ffifHf 2005-3017509 



#11 2003-434726 



^-v: 59/ 



[it 5 6] 




[0 3 8 4 ] . t _ , , _ (0 

90N-t e rt-W-1- (6-> b**- 3 - (2 
-tfVv;V) -iH-t"77-;v-3-*^^t5K (4. 7 1 g) O 1 ^StaBfe-* 

^ y _ , vmm (94mi) »«* i . 5 ^win^aa^ ss-e 1 4 B#W»U^ro $ ^> 

y-y 4 - (* 9 ;-^-^nD^A) -CffiSLN- t e r t -7**- 1 - 

n ^y-3-if'j -5- (2-t°Uv;v) -iH-if7y*-^-3-*;v^t5 

F (4. 17g, 9 2%) «r@^fcU"C#3to 

[ 0 3 8 5] , v « c A t 1 XT 

1 h-NMR (400 MHz, CDC 1 3) 811. 4 8 (9 H, s) , 6. 54 U H, 
d, J = 9. 5 Hz) , 6. 7 9 (1H, b r s ) . 7 . 2 0 ( 1 H , s ) , 7 . 2 3 
- 7 2 6 (1 H. m) , 7. 4 6 (1H, d, J = 2. 9Hz) , 7. 4 8 (1H. d 
J = 2 9Hz) , 7. 53-7. 53 ( 1 H, m) , 7. 55-7. 55 ( 1 H, m 
) , 7. 5 8 (1H, d, J = 2 . 9 Hz) , 7. 7 3 - 7. 7 7 ( 1 H, m) . 8. 4 
9-8. 51 (1H, m) , 13. 28 (1H, br s). 
E I -MSm/z :3 3 7 (M + ) . 
[0 3 8 6] 

2) F'j7;Ho^r/^^>S5- [3- (N-tert-W) #;W^-f;V- 
5 _ (2-n°0v;v) -lH-tfy^-l-^H -2-f'Jy>xxf^ 

_b=SN- t e r t -ff-J^- 1 - (6 - t v^) ~ 5 - ( 2 - t U 

v;v) - lH-e7^-3-*^H5 F (3. 0 0 g) h**h'J7)Vtn^ 
(5. 18ml) *lv^»9«l) fcl»O^MJ7^n> 
^^*>tB- [3- (N— t e r t - #;w^;V-5- C2-tyyA| 

) -iH-f7V-^-l-^^] -2-f'Jy>xXf^ (3. 2 9g, 7 9%) 4:0 

[0 3 8 7 ] 

1 H-NMR (400 MHz, CDC Is) * : 1. 50 (9H, s) , 6. 8 2 (1 H, 
br s) , 7. 22-7. 27 (3H, m),7. 61-7. 63 (1H, m) , 7 . 
77-7. 82 ( 1 H, m), 7. 94-7. 97 ( 1 H, m) , 8. 34-8. 35 ( 

1 H, m) , 8. 4 1 -8. 4 0 (1 H, m) . 
E I -MSm/z : 4 6 9 (M + ) . 

[ 0 3 8 8] 

JifBh U 7;v^n>< ^^;V*>t5- [3- (N-t e r t-7f*) #;w^-f;v 
_ 5 _ - 1 H-tf 9 V-;v- 1 ->f ;v] - 2 -tfV v;v^^7-;v (3. 

2 8g) ^Jl^T, «^!19CD2) Rfc©^^**^* (1- 8 9g, 7 8%) * 

[0 3 8 9] 

'H-NMR (4 0 0MHz, CDC 1 3) * : 1. 50 (9H, s) , 6. 80 (1H, 

fct}fE# 2005-3017509 



#0 2003-434726 



^-v: 60/ 



b r s) 
7 5 (1 H 
9 1-7. 
, J =2. 
E I -MS 
7n*^tf : 
ss&ffi : c 

mmm : c 

[0 3 9 

2 

( 2 - tf V 
[0 3 9 
[ft 5 



, 7. 2 
, d d, 
8 9(1 
4, 0. 
m/ z ! 
C19H18 
,65. 
, 6 5. 
0] 

1] N- 

v;v) - 

1] 

7] 



6-7. 3 0 
J = 8. 3, 
H, m) , 8 

7 H z ) . 

3 4 6 (M + ) 

8 8 ; H, 5 

9 3 ; H, 5 



(2 H, m) 



0 



7 H z ) 
0 - 8 . 



7 
7 
2 



2 
3 



N, 
N, 



4 
4 



6 3-7. 

7 9-7. 

( 1 H, m) 



2 6 
1 5 



5 
4 
8 



1 H 
1 H 

6 2 



m) , 
m) , 
(1 H, 



7 . 
7 , 
d 



tert-W-1- (6 -fc/wrt'f ;V- 3 - tf V v^) -5- 
1 H - tf 9 V- - 3 - f) ^^r ^ 5 K 




3E%012 OON-t e r ( 6 - -> T J - 3 - tf U v^V) -5- 2- 

-iH-(^7y-^-3-*;v*^t5 K (o. 5 0g) <d * 9 ; - & (10 

ml) tr h7tFD77> (10ml) 2S^i«^ 1 SSfeKBfc'fk^ h V * A ( 

7 2 2ml) £inx.8 0WlM#Uo ? n n A fcin 

®ft^% (0. 3 2 3 g, 6 0%) L-C&fco 
[0 3 9 3 ] 

1 H — NM R (400 MHz, DMSO-de) 5 11. 40 (9H, s), 7. 33 (1 
H s) , 7. 35-7. 39 (1 H, m),7. 46 (1H, br s) , 7. 72 ( 
1 H b r s) , 7. 7 9 - 7. 8 1 (1 H, m) , 7. 8 9 - 7. 9 4 ( 1 H, m) 
8 ' 00-7 97 (1H, m) , 8. 09-8. 11 (1 H, m) , 8. 13 (1 H 
b r s), 8. 39-8. 41(1 H, m), 8. 56-8. 56 (1 H, m). 

FAB— MS m/ z : 3 6 5 (M+H) + . 
[0 3 9 4] 

mmm2 2] N- t e r t-^f-;V-5- (5-fc Kn^fy-2-t°'Jy» -1- ( 
3 — tf u v;v) - l H - tf 9 y— ;v — 3 - * ;v^~^f 5 K 
[0 3 9 5] 
[ft 5 8 ] 



HO 




[0 3 9 6] 

1 ) N— t e r t 5 - 



(5 -^>v;v«->- 2 -try v;v) -1- (3-tf 

HifiE# 2005-3017509 



#12003-434726 



^-v: 61/ 



[0 3 9 7] 
lit 5 9 ] 




[0 3 9 8] 

^18©5 - (5-^yW'>-2-f>jy» -1- (3-f'Jv» -1 
H-b^V-*- 3-*;V^>-m (4. 6 0 g) ttert-7-f^75> (2. 5 8m 
1) £^V>T, 1 ^«W»N - t e r t - ^- 5 - (5--<>v^ 

-1- (3-f'jy» - 1 H - 7 V- 3 - * * K 

(4. 6 4g, 7 3%) *H#tt"C#^o 
[0 3 9 9] 

'H-NMR (400 MHz, CDCls) 5 11. 48 (9H, s) , 5. 09 (2H 
s) , 6. 8 4 (1H, s) , 7. 13 (1H, s) , 7. 2 6 - 7. 4 3 (8H, m) 
7 73-7. 75 (1H, m) , 8. 19 (1H, d, 1 = 2. 9Hz), 8 53 
'(1H, d, J = 2. 4Hz) , 8. 58 ( 1 H, dd, J=4. 9, 1. 5Hz). 
E I -MSm/z : 4 2 7 (M + ) . 
[0 4 0 0] 

±|fiN-tert-W-5- ( 5 ^>y>^y-2-t-jy;v) - 1 - (3- 
^vj^V) _ lH -li7V-;V-3-*^*>t^ K (4. 6 3g) £ffiv>T, *IB0J 6 
(75 2) fc ra»0^fe^*«>ffc^«» (3. 5 5g, 9 6%) SrHfrfc Uftfc. 

1 H -VmV (400 MHz, CDCls) * : 1 . 49 ( 9 H, s), 6. 86 ( 1 H 
s) , 7. 13 (1H, s) , 7. 2 3 - 7. 2 0 ( 1 H, m) , 7. 4 4- 7. 5 0 ( 
2H m) , 7. 91 (1H, d, J = 2. 9Hz) , 8. 0 2 - 7. 9 9 ( 1 H, m) 
8'. 42 (1H, d, J = 2. 4Hz) , 8. 50 (1H, dd, J=4. 9, 1. 5 
Hz), 10. 84 (1H, br s). 
E I -MSm/ z : 3 3 7 (M + ) . 
7Gf|t£-*T : C18H19N5O2 • 0. 2 5H 2 0hLT 
mm\%:C, 63. 241 H, 5. 75; N, 20. 48. 
mwm:C 63. 16; H, 5. 47; N, 20. 22. 

10 4 0 2] . , . , 

[HSifrW2 3] N-ter t 5- (5-y7;-2-t'JyiV) -1- (3- 
tf ij v;v) — 1 h — tf 7 v*— ;v — 3 — # ;V5}?^^ $ K 

[0 4 0 3] 



ffifIE# 2005-3017509 
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^-v : 62/ 



[ft 6 0 ] 




[0 4 0 4] 

1) HJ7;vtn^?>X)V* >W.6 - [ 5 - (N-tert-7 
2 _ ( 3 _tfi;y;v) — 2 H — tf 9 V" — )V— 3 —4 frl - 3 - Kf V 
^S&fll 2 2 ON- t e r t 5 - ( 5 - t Kn^fy - 2 

3 — tf ij y ;v) - 1 H- tT 7 y-;V- 3 - * JU&*y- < K ( 2 . 4 

fl9©l) fcratHo^feT? h V -7;v^-n^ ? >^^*>i6 - [5 
#;w^^;v-2- ( 3 - if V S^) - 2 H- tT 7 V*-;V- 
y^/i^-r^ (2. 9 2g, 8 8%) SrHfrfc LTW^o 



- n 0 v - l - ( 

2 g) £ffiv»t\ 

- (N-tert-7' 

3 - -f ;v] - 3 - tf 'J 



[0 4 0 5] 

1 H-NMR (4 0 OMH z , 
s) , 7. 3 0 (1 H, s) 
63-7. 74 ( 3 H, m) 
, d, J - 2. 4Hz), 8 



CDC 1 3) 8:1. 

7 . 3 9 ( 1 H, d 

8 . 3 6 ( 1 H, d 
6 4 ( 1 H, dd, 



4 9 (9 H, s ) , 6 . 8 2 ( 1 H, 
d, J = 8. 2, 4. 8 H z) , 7. 
, J = 2 . 7Hz), 8. 57 (1H 
J = 4 . 8, 1. 6 H z ) . 



E I -MSm/z I 4 6 9 (M + ) . 
[0 4 0 6] 

2) traMfe-frito 

±|Bh 'J7^n^ >-X;v*>^6 - [5 - (N-tert- 
_ 2 - ( 3 - h° v v;v) - 2 H - tf 9 V- ;v- 3 - ;v] - 3 - tf 

5 1 g) *^v>"C. WJ9<7)2) |W|^<7)^ST^®^% (1 

[0 4 0 7] 

1 H-NMR (4 0 OMH z , 
s) , 7. 3 6 (1 H, s) , 
, J = 8 . 3, 1. 0Hz), 
1 H, m) , 8. 5 5 (1 H, 



CDC 1 3) 8 
7 . 4 3-7 
7 . 7 5-7 
d, J =2. 



1 . 4 9 (9 H, 
3 9 ( 1 H, m) 
7 2 ( 1 H, 



4 H z) 

5 H z) 



8 . 



m) 
6 3 



1; v";Vjt:JXt-;V ( 2 . 
. 5 3 g, 8 3%) 



) , 6. 8 2 (1 H, 

7 . 6 6 ( 1 H, d d 

8 . 0 2 - 7. 9 9 ( 

- 8 . 6 3 ( 1 H, m) 



, 8. 66 (1H, dd, J = 4. 9, 1 
FAB-MSm/z I 3 4 7 (M+H) + . 
7G*5MJr : CiQHisNeOi: LT 

aiHf.C, 65. 8 8; H, 5. 24; N, 24. 26. 
mmm:C, 65. 70; H, 5. 17; N, 24. 09. 
[0 4 0 8] 

[OT2 4] N-tert-W-5- ( 5 - *>Wt*>f 
( 3 _ tf ,; y ;V ) - !H-li7V*-)V-3-*iVm5 K 

[0 4 0 9] 



2 - if V S?;v) - 1 - 



tBfE# 2005-3017509 
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^-v: 63/ 




[0 4 10] 

mmn 2 3 on 



t e r 



t-~7^;v-5- ( 5 - z/TS - 2 - fcf U v^O -1- (3- 



DMS O- de) 
7 . 



tf v y ;v) — l H — tf 7 V- 

i t raj*^^**^* 

[0411] 

1 H-NMR (4 0 OMH z , 
H, s) , 7. 4 3 (1 H, b r s) 

lH.br s) , 7. 81-7. 87 
. 2 8 - 8. 2 6 ( 1 H, m) , 8. 6 
( 1 H, m) . 

FAB-MSm/z : 3 6 5 (M+H) + . 
7U*^tf : C19H20N6O2 • 0. 2 5H20tLt 



JV— 3 — # JV^^r-y- ? K ( 0 . 4 0 g) tfflW 
(0. 216g, 5 1%) tl#tU^o 



HJffeffil 2 



5:1. 39 (9H, s), 
5 1-7. 48 ( 1 H, m) 



7 



(2 H, 
1-8. 



m) , 8. 13 (1 H, 
5 7 (2 H, m) , 8. 



b r 



. 3 9 
7. 6 

s) 



8 0-8. 7 



(1 
1 ( 
, 8 
9 



8 6 
5 7 



H, 
H, 



5 
5 



6 0 
3 3 



N, 
N, 



2 2 
2 2 



7 8. 
5 8 . 



C, 6 : 
C, 6 : 
[0 4 12] 

[HJfcfll 2 5] N - t e r t - "ff-fr- 5- (5-^ 

- M v v;v) — 1 h — tf 7 y- ;v - 3 — * /ntf^-tf- 5 K 
[0 4 13] 
[ft 6 2] 



MeO 



tru v;v) - 1 - (3 




[0414] 

7;V3VWT^ «2 2©N-t e r t 5 - ( 5 - Kn * v - 2 - 

tfi;y;V) _i - -lH-lf7/-^-3-*;V^t5 K (0. 3 0 

g ) h Kn75> (6ml) mmWLK, MUX- 2 . 0M- 

y 7y ^ ^ >tf)A#t>«f* ( 0 . 4 8 9ml) fcflST L^iS"? 2 0 ^ 
«thiJxW5> (0. 13 6ml) fcta* 1 0 ^ on ^ 
>- (6ml) fciniU 2. 0M- y7^^©Aift^* (0 

4 8 9 ml) *«lTU^a-ei 5#W«#Lfco ^lP^^M3ml) ZMZ. 



( 0 . 1 4 5 g , 4 5 % 



[0415] 

1 H — NM R (4 0 0MHz, CDC 1 3) 

s) , 6. 8 4 (1 H, b r s),7. 

, m ) , 7. 3 3 - 7. 3 7 (l H, m) 



a : 1 . 4 9 (9 H, 

14 (1 H, s) , 7 
, 7 . 4 2-7. 44 



s) , 3 . 8 5 (3 H, 
. 2 0 - 7. 2 3 ( 1 H 
( 1 H, m) , 7. 7 3 

ffi|IE# 2005-3017509 
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^-v: 64/ 



-7. 7 6 (1H, m) , 8. 12-8. 12 ( 1 H, m) , 8. 5 8 - 8. 5 7 ( 1 H 
, m) . 

FAB-MS m/ z : 3 5 2 (M+H) + . 

[iim 6] N-ter t-W-5- ( 5 — t: Kn^V^f ^-2 — fc: >J v ;V) - 
1 - ( 3 _ if ij - 1 H - tf 9 V*- ;V- 3 - ii JUK** 5 F 

[0 4 17] 
[it 6 3] 




N 



[0 4 1 8] 

r;V^^#H^T, HJfefll2 3<7)N- t e r (5-vT>'-2-Ti J 

(3_t''jy» -lH-li7V-JV-3-*^m?K (0. 9 2 9 g 
) W rf7tFo77> (19ml) 0 "CC 1 . 0 lM-yJcfitvM V7*f 

T^5--)AOh^>#« (4. 2 5ml) fcffiT L 7 0 Lfco S&fc, 1. 

0 1 M-TK^'fkvM V7'f JV7;H ~>>A<75 h (4 . 25ml) £flSTL80 

#WSM$Lfc 0 R^«^4*5feJftBbjc»ift (10ml) tinx-Mia^ 4 5^wm. R 

»#<7>7KB^ LAM kU*0 2) oSfc^^ffibfeo MSU^> «£ET*««r«*t» 
^tL/'^o^ (19ml) r^^y^MMT, mm.t&*ik* i >XT 

h V * A ( 0 223g) «:iPx.^z&-e 1 3 B#F B 1»LfCo RSSifcfc&ft > V 

* A tK*« * n n * * A * in x.#ift U * th'J^ "Cl£« L o « 

_^ n n*H) tilLIl^^l (0. 152g, 16%) tlftkUftfc, 
[0419] 

1 H — NM R (400 MHz, CDC Is) 5:1. 48 (9H, s) , 4. 72-4. 7 
1 (2H, m) , 6. 8 5 (1H, br s) , 7. 18 (1H, d, J = 0. 7 Hz) 

7. 34-7. 37 ( 1 H, m) , 7. 48 (1H, d, J = 8. 1Hz), 7. 73 
-7. 78 (2H, m) , 8. 3 9 - 8. 4 0 (1 H, m) , 8. 51 (1H, d, J- 
2. 7Hz) , 8. 5 7 (1H, d, J = 4. 2Hz) . 
FAB-MSm/z 13 5 2 (M+H) + . 
Ttmfrtit : C19H21N5O2 • 0. 2 5H 2 O^LT 

mmm:c, 64. 12; h, 6. 09; n, 19. 68. 
mmm.:c, 64. 23; h, 6. 10; n, 19. 68. 

[0 4 2 0] 

2) N-ter t-?T^-l- -5- (5-t e r t-^h^>#^ 

#-;V 7 5 y 2 -tTV v^) - 1 H-tf? 3 K 

[0 4 2 1] 



ffiSE# 2005-3017509 
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^-v: 65/ 



[it 6 4 ] 




[ 0 4 2 2 ] _ 

±!B-et#/c [Atfc] £ 1 m^7Xm^^ MJ * (60ml) h^nn^jVArl 

fe»atO * * / - A' ( 6 . 3ml) «F«Efc, Siftt? h V if^7 5 > ( 0 . 6 0 1ml) 
ty-tert-WvA^^t-h (0. 471g) (6. 3ml) # 

(Sixf^-^nn,tJVA) tilLN-t e r t-7f^-l- ( 
3-tfi;v;V) -5- (5- t e r t *y*^-^7§ ^ 2 - tT U 

) -iH-fyy-^-S-^^t? K (8 4. Omg, 10%) 4 7^77^1: 

[0 4 2 3] 

'H-NMR (4 0 0MHz, CDC Is) 5 11. 45 (9H, s) , 1. 49 (9H, 
s) , 4. 31-4. 32 (2H, m) , 4. 91 (1H, br s) , 6. 8 4 (1H 
b r s), 7. 21(1 H, s), 7. 34-7. 37 (1 H, m), 7. 47(1 
H d, J = 8. 1Hz) , 7. 67-7. 69 (lH.m), 7. 72-7. 75 (1 
h', m) , 8. 3 3 - 8. 3 4 ( 1 H, m) , 8. 54 (1H, d, J = 2. 4Hz) , 
8. 58-8. 60 (1 H, m) . 
FAB-MSm/z : 451 (M+H) + . 
[0 4 2 4] 

mmm2 7] N-ter t-r^-;v-5- (5-7^ -1- 

(3 — t? i; v;i/) — l H — tf 7 V— ;v- 3 - * /I'sK^rlf 5 K&BSfcffi 
[0 4 2 5] 
lit 6 5 ] 




/w N -N H 



■HCI 



[0 4 2 6] . 

g&HtfO 2 6 <D 2 ) T?# hfltzN- t e r t -^JU- 1 - (3-H'J v>;V)_ - 5 - ( 5 
- t e r t -7 , ^y*^"^7?;^f;V- 2 - v^) - 1 H — tf "7 V— JV— 3 
-*;vm?F (7 4. Omg) i:il«-^^-^« (6ml) %Snx 6 0 

M U 7}c* <^7K «■ «ETf* L«»ffc'frW (55. log, 77%) *S#fcU 

[0 4 2 7] 

1 H-NMR (400MHz, DMSO-de) * : 1 . 39 (9H, s) , 7. 33 (1 
H, s) , 7. 41 (1H, s) , 7. 55-7. 51 (lH.ffl), 7. 83 (1H, 

tB|E# 2005-3017509 
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s^-z? : 66/ 



d, J = 8. 1Hz) , 7. 88-7. 90 ( 1 H, m) , 
m) , 8. 40 (2H, br s ) , 8 . 4 5 ( 1 H, s ) 
2. 2Hz) , 8. 6 1 (1H, d, J=4. 9Hz) . 
FAB-MSm/z 13 5 1 (M + H) + . 
[0 4 2 8] 

28] N-tert-W-5- ( 5 - ^ n u - 
tf ij - 1 H - tf 9 3 - * * K 

[0 4 2 9] 
[it 6 6 ] 



8. 00-8. 03 ( 1 H, 
, 8. 55 ( 1 H, d, J = 



2 - try - 1 - (3 - 




2 5 <D 5 - (5-^nn-2-tfVv;V) -1- (3-^Vv;V) -IH-K7 
3 m (348mg) fcter t-WT5 > (19 5^1) fc/flV* 
Hifefl! 1 t R*0^-C1SI«^» ( 1 7 3 mg, 4 2%) LT#^o 

^-VmV (400 MHz, CDC 1 3) * : 1. 49 (9H, s) , 6. 84 (1 H 
br ), 7. 2 7 (1 H, s) , 7. 3 8 ( 1 H, dd, J =8. 18, 4. 7 6 Hz) 
7 49 (1H, d, J = 8. 1 8 Hz) , 7. 74 (2H, m) , 8. 36 (1H, 
d, J = 2. 08Hz), 8. 54 (1H, d, J = 2. 08Hz), 8. 62 (1H, 
dd, J = 4 . 76, 1. 47Hz). 
FAB-MSm/z : 3 5 6 (M+H) + . 

[0 4 3 2] * to 

[«fa)2 9] N-tert-W-5- (4-*^^7x-^) -1- (3 
H ° r, ,^ ;V ) — 1 h — tf 9 v~-;v- 3 - # ;v#^r-9- 5 F 

[0 4 3 3] 
[it 6 7] 



H,N 




[0 4 3 4] 

1) N-tert-W-5- (4 —i/TS 7i-^) -1- (3-^^^) ~ 1 H 
— tf 7 V— ;v— 3 — # ^^^-^ ^ K 

##«24©5- (4->T;7x^) -1- -ih-«v-* 
-3 (0. 374g) hter 

t\ nife-w 1 wek^m^wMit^m (o 

[0 4 3 5] 

1 H — NM R (400MHz, CDC 1 3) 5:1. 4 

b r s) , 7. 1 2 (1 H, s) , 7. 3 1 -7. 

, d d, J = 8. 1, 4. 9Hz) , 7. 6 5-7. 



t _y^;V T ^^ (0. 2 6 9ml) fcfflv* 

4 1 3 g, 93%) zmfat LXmtzo 



9 (9H, s) , 6. 8 
3 3 (2 H, m) , 7. 
6 1 (3 H, m) , 8. 

ffifE#2 0 0 5 - 3 0 



2 (1 H, 

3 8 ( 1 H 
5 8 ( 1 H 

1 7 5 0 9 
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^-v: 67/ 



mi 



d, J = 2. 4 Hz) , 8. 65 (1H, dd, J =4. 9, 1. 5 Hz) . 
EI-MSm/z : 3 4 5 (M + ) . 
7C*^f : C 2 oHi9N 5 OtLT 

C, 6 9. 5 5 ; H, 5. 5 4 ; N, 2 0. 2 8. 
C, 69. 53; H, 5. 53; N, 20. 17. 
[0 4 3 6] 

KIEN-ter t-W-5- (4-y7^x^) -1- O-liVv^) -1 
H _^ 9 \ / _ ;V _3_^;V^^^^ k (0. 3 14g) £fflv>T, M2U»* 
m^UMit^ (0. 1 9 1 g, 5 7%) *@#l:U#/;o 

[0 4 3 7] 

1 h — NMR (400 MHz, DMSO-de) * : 1. 40 (9H, s), 7. 08 (1 
H s) 7 3 3 - 7. 4 3 (4 H, m) , 7. 50 (1H, dd, J = 8. 2, 4. 
8 Hz) \ 7. 7 9 - 7. 8 6 (3 H, m) , 8. 0 1 (1H, 
1H, d, J = 2. 7Hz) , 8. 61 (1H, dd, J=4. 
E I -MSm/z : 3 6 3 (M + ) . 
5c3fc##f : C20H21N5O2 • 0 . 2 5H 2 0i:Lt 
MHft 1 C , 65. 295H, 5. 89JN, 19. 03. 
HifflHfi :C, 65. 4 5 ;H, 5. 77 ;N, 18. 91. 
[0 4 3 8] 

[WJ3 0] N-tert-7'fiV-l - 3, 4-f7v77 

;v _2-^;v) -5- (2-tf'Jy» -lH-^V-^-S-A^t? F 
[0 4 3 9] 
lit 6 8] 



b r s) , 8. 5 7 
8 , 1 . 3 H z ) . 



( 




MeO— 4 I' 



[0 4 4 0] 

1} N _ ter t-W-1- ( 5 -if;Vft-l, 3, 4 -f 7v7 V— ;V — 2 — 
-f;V) -5 - (2-t°Vv;V) -lH-H 0 7V-^-3-*^*>t5 F 
#fil9©l - (5 1. 3, 4-f7v7^V-2-^) - 5- 
(2-tfUv;V) -lH-H°7V*-;V-3-*^#>i (0. 9 1 9 g) ktert-7 
fjV7 r/ (0. 5 7 6 ml) *ffiv>-C,^U^»N-tert-W 
_1- (5-ifW-l, 3, 4-f-TvTV-;V-2-^;V) -5- (2-t: 1 Jv 
;v) - iH-n'^/-^-3-*^tUMl. 0 5g, 9 8%) *7^7r^i 

[0441] , . . , 

1 h — NMR (400 MHz, CDC 1 3) * I 1. 44-1. 48 (3H, m), I. 4 
8(9H s) 3 . 3 0 - 3 . 3 6 (2 H, m) , 6. 75 (1H, br s) , 7. 
16 (1H s) , 7. 28-7. 31 (1H, m) , 7 . 6 1 (1H, d, J = 7. 8 
Hz), l\ 75-7. 80 (1H, m), 8. 55-8. 54 (1H, m). 
EI-MSm/z : 3 8 8 (M + ) . . 

10 4 4 2] n A . _ 

2) N-tert-7f^-l - ( 5 -x.?-Jl>X ;V7 4 1 , 3, 4-f7'/7;- 
;v _2-^;v) -5- (2-t"'Jy» -lH-H°77-^-3-*Wt5F 

r;v=r>#H^T. ilBN- t e r t-7^;v-i- (5-x^;vf-^-i, 3, 4- 

tiiliE# 2005-3017509 
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^-vl 68/ 



^ 7 ^ 7 y_ ;v _ 2 -^;v) -5 - (2-f'Jy» - l_H-H9V-iV-3 - 
-9-5 K (1 04g) <OV9 n n ^ * > (21ml) ^i@.t? 3 - * n nj§^i,# 

m ( 0 5 0 8 g ) * Jnx. 3 0 5*W«^ t/co EUfcifcfc<&*D^*flfeBli?- > V * ^?KM ( 
4 0ml) , IfefnRMTlc*^- h U * A 7 Jc}« ( 4 0 m 1 ) . u o A fcfln&^ifc 

ii/'J*m5A^n-7>^57-f- (Sf=g£.x^;i/-*nn*;i/iO tfllllLN-te 
rt _^_!_ ( 5 _if^^7^^-l, 3, 4-f7y7V-^-2-'fiV 
) -5- (2-t' 1 Jy)V) - 1 H- 3 - Jl V (0. 8 6 0 g, 8 

0 96) Ltf/Co 

1 H — NMR (400 MHz, CDC Is) d : 1. 38-1. 41 (3 H, m) , 1. 4 
9 (9H, s), 3. 20-3. 38 (2 H, m) , 6. 76 (1 H, br s) , 7. 
20 (1H, s), 7. 35-7. 31 (1 H, m) , 7. 63 (1 H, d, J = 7. 8 
Hz), 7. 79-7. 83 (1H, m), 8. 53-8. 54 (1H, m). 
E I -MSm/z :4 0 4 (M + ) . 
[0 4 4 4] 

3) mmit&m n , 

±EN-tert-7*f;V-l - ( 5 -Z-^)V*)V7 << 1 , 3, 4-f7v7; 
_ ;v _2-^;v) -5- -lH-t"7y-JV-3-*mt5F (0 

850g) v>*9 S—fr (17ml) hrf7tFD77> (17ml) il^ifcte. 
ks-C 1 ajfejcH-fk^- h'JfA ( 8 . 5ml) *tnx. 1 0 fi-W*#L^o RJS»Lt**fc * 

A) T?»»L»»ffr&W (0. 3 7 9 g, 5 0%) *mi*hVxmz 0 
[0 4 4 5] 

1 H — NMR (400MHz, CDC Is) * I 1. 48 (9H, s) , 4. 21 (3H, 
s) , 6. 7 6 (1H, b r s ) , 7 . 1 6 ( 1 H, s ) , 7 . 2 7 - 7 . 3 0 ( 1 H 
, m) , 7. 6 0 - 7. 6 2 ( 1 H, m) , 7. 7 5 - 7. 7 9 ( 1 H, m) , 8. 5 6 
- 8 . 5 4 ( 1 H, m) . 
E I -MSm/z : 3 5 8 (M + ) . 
jtmfttfx : CieHisNeCh S t LT 

mmm:c, 53. 6 2 ; h, 5. oe;N, 23. 4 5 ; s, 8. 95. 
mmm : c , 53. 53 ;h, 4. 9 0 ;n, 23. 45;s, 8. 94. 

[0 4 4 6] . . 

mMM3 1] N- t e r t-T^^-l- (6-* l^y-3-t'Jy» -5- (1 
l H-tfn-;v- 2 ->f;v) - lH-f77-;v - 3 F 
[0 4 4 7] 
[4k 6 9 ] 



MeO 




[0 4 4 8] 

##^!12 3<7)1- (6 b^rv- 3 - If V v^) -5- (1 -^f^- 1 H-tn- 
;v _ 2 ->f/u) - 1 H-^°7 V*-;V- 3 (0. 2 3 2 g) ttert-^f 

; vrry ( o . i48mi) ^ffl v^t, mwj 1 1 mm^&xmwit&m ( l 4 7 m g 
, 5 3%) *mvft Lxntzo 

mw£& 2005-3017509 
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^-v: 69/ 



[0 4 4 9] 

1 H-NMR (400 MHz, CDC Is) * : 1. 49 (9H, s), 3. 40 (3H, 
s) , 3. 95 (3H, s) , 6. 01 (IH, dd, J = 3. 7, 1 7Hz) , 6. 
12 (IH, dd, J=3. 7, 2. 7Hz) , 6. 6 9 - 6 7 3 (2 H.ni), 6. 
8 5 (1 H, b r s) , 6. 9 6 (IH. s) , 7. 44 (IH, dd, J = 8. 8, 
2. 7Hz), 8. 12 (1 H, d, J = 2. 7Hz) . 
ESI-MSm/z : 3 5 4 (M+H) + . 

5g*5Wt C19H23N5O2 1 Lt 

Stttt'.C, 64. 57; H, 6. 56; N, 19. 82. 
• C, 6 4. 5 7 ; H, 6. 5 5 ; N, 19. 7 1. 



[§WJ3 2] N — ( c i s -2-75/y^7"n^;V) -1- (6-* 3 

vf v - 5-7^- 1 H-tf^y-JV- 3 -#;v#^5 K 

[ 0 4 5 1 ] 
[ft 7 0 ] 




NH 2 



##M5<7)1- (6-^ b^v-3-t°v - 5 -7x^-iH-t7;-iv- 
3 _5F,; V *-^-9-5 F (295mg) fcN-fc Kn*'>a^*SK 5K (1 1 5mg) > & 
tFPjxf;V75> (4 4 6 /i 1) »^nn^ > (10ml) 1 -^i^V- 

3 _ (3-^^75; yntf) *)HyM?«(2 3 0mg) *iII;L£»2B? 
WttffLfco c i 8-1. 2-y75;^n7-n;r/-JW (2 9 0m 

e ) i;f'J xf;V7 ^ ( 5 5 7 ^1) ^nn^> (20ml) Sfevimk 5 fr^tf 

ffim UIMft^tJ ( 1 5 7 m g , 4 4%) *W\fM £ UTtffco 

1 h -VmR 3 (400 MHz, CDC 1 3) d I 0 . 44-0. 51 (IH, m), 1.0 
4-1 12 (IH, m) , 2. 5 9 - 2. 6 6 (IH, m) , 2. 9 7 - 3. 0 6 (1 

H, m) , 3. 94 (3H, s) , 6. 71 ( 1 H. d, J=8. 8Hz) , 7. 04 ( 
IH s) 7. 18-7. 25 (2H, m) , 7. 2 8 - 7. 3 7 (3 H, m) , 7. 
3 7 - 7. 4 3 (IH, br), 7. 48 (IH, dd, J = 8. 8, 2. 7 Hz) . 8 
. 12 (IH, d, 1 = 2. 7Hz) . 
ESI-MSra/z ! 3 5 0 (M+H) + . 

mmml t\ n- (c i s - 2 /^^Df;v) -1- (e-^ 

[0 4 5 5] 



ffif£# 2005-3017509 
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^-v : 70/ 



{it 7 1 ] 




[0 4 5 6] 

mm 32©N- (cis-2-75/y^^K» -1- ( 6 - * h * v- 3 - 
tfij>?;v) - 5 - 7 x - ;V- 1 H - t' 7 7- JV - 3 - * t U' (9 2mg) t 3 5 

%^;ur;vft FtK« (2 0 8 ^1) > ROWBfe (15 0^1) <dx.*j-* (1 o 

ml) WyT/TKift^-fttf^i (6 6mg) ^i^t-2^«L/: 0 

g^->'J*t>fi^n-7f;77^- nn^;VA-p( ^ y tilLN- (c 
i s -2-yVf;V7?y v^nyntf;v) -1- ( 6 - * V v- 3 - H° V v;V) -5 
- 7 x - 1 H - f 7 7'- ^ - 3 - * J^'^f t 5 K (9 3mg) *'MW) t LX^tz 0 
£<7>7j;i/*^^$ K#«^^-^ (10ml) *#$C^ lMli-x^/-« (0 
2 5ml) ZlJU^mWLtZo KfcmmZm&T^^mmik^ (9 7mg, 8 2%) * 

[0 4 5 7] 

ir-NMR (400MHz, DMSO-de) 5 11. 28-1. 38 ( 1 H, m) , 1 

43-1. 52 ( 1 H, m) , 2. 83 (3H, br s), 2. 92 (3H, br 
s) , 2. 99-3. 11 (1 H, m) , 3. 87 (3 H, s) , 6. 91 (1 H, d, 
J = 8. 8Hz), 7. 16 (1H, s), 7. 26-7. 33 (2 H, m), 7. 36 
-7. 45 (3H, m), 7. 72 (1H, dd, J =8. 8, 2. 7Hz), 8. 18 
(1H, d, J = 2. 7Hz), 8. 60-8. 69 ( 1 H, br), 9. 72-9. 8 
8 ( 1 H, b r ) . 

ESI-MSm/z : 3 7 8 (M+H) + . 

[0 4 5 8] . 

[3ESfrW3 4] N — (tfnu *J>-3 -J -1- ( 6 - * > * 3 - U S>;W - 

[0 4 5 9 ] 



[4t 7 2 ] 




HCI 



MeO 



[0 4 6 0] , 

x) N _ ( N > - ^ y y" ;v t -> * ;v^-;v t: n 'J y ^ - 3 - ^ ;v) -1- (6-*V* 

3 v;V) - 5 -7x-)V- 1 H-H'7 7-^- 3 - # ^sj?*^ 5 K 

##15!l50-l- (6-^^>-3-e'JyjV) - 5-7x-;V- 1 H-tVV-iV 
_3_^;v^>-m (4 4 3 mg) t###!]2 7W3-75 7t:n 1 J l-#;v^>M 
^>y>x7,f;HU7J^n»| (5 0 1mg) ZM^X, ^JfefU 7 R«©^T?N 
_ ( N . _^>^;Vt^r v7j;l/tff-;H±°n ij v>- 3 ;V) -1- (6-^>^rV-3 
- tf V Vfr) -5-7x-JV-lH-H B 77-;V-3-*^^*5 F (6 3 3 mg, 8 

tBIE#2 005-3017509 
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^-v: 71/ 



4%) ^i»tLT#/: 0 

[0461] . 

1 h — NM R (400 MHz, CDC 1 3) 8 : 1. 93-2. 08 ( 1 H, br m) , 

2 21-2. 32 (1 H, br m) , 3 . 3 6 - 3. 4 7 ( 1 H, m) , 3 . 5 0- 

3 6 4 (2 H, m) , 3. 76-3. 84 (1H, m) , 3 . 9 5 (3 H, s) , 4. 
65-4. 73 (1 H, m) , 5. 14 (2 H, s) , 6. 74 (1H, d, J = 8. 8 
Hz) , 7. 00 (1H, d, J = 7. 3Hz), 7. 03 (1H, s) , 7. 18-7 

27 (2H, m) , 7. 28-7. 41 (8H, m) , 7. 50 (1 H, d d, J = 8 
. 8, 2. 7Hz), 8. 11 (1H, d, J = 2. 7Hz) . 
E S I -MSm/z : 4 9 8 (M+H) + . 
[0 4 6 2 ] 

2 ) nmt&m s tr ^ , 

JilBN- (N* v;v^-^->*;v^-;vn°n y v >- 3 ->f ;v) -1- (6->i* 
^->_ 3 - e V v;v) - 5 -7i-;v- 1 H-tf^V-;v- 3 -*^#4r-^5 K (6 2 2 
mg ) ©x^y-jV (2 5ml) lMtt*-^^-^** (1- 2 5ml) t 

1 0%^7-/^A-M (5 0%we t, 12 4mg) £irax.7k^#B&T\ 4 B# 

v ^57^ - (^^y-;v) tffllLilM (3 8 8 mg, 7 3%) SrHfrfc L"C 



[0 4 6 3] 

1 H-NMR (4 0 OMH z , DMSO-de) 8 1 . 96-2. 07 ( 1 H, m) , 2 
15-2. 26 (1H, m) , 3. 16-3. 28 (2H, m) , 3. 32-3. 45 
(2H, m) , 3. 87 (3H, s) , 4. 5 7 - 4. 6 5 ( 1 H, m) , 6. 90 (1 
H d J = 8. 8Hz), 7. 05 (1H, d, J = 2. 7Hz), 7. 24-7. 3 
1 (2H, m), 7. 3 5 - 7. 4 2 (3 H, m) , 7. 6 8 - 7. 7 5 ( 1 H, m) , 
8. 16 (1H, d, J = 2. 4 Hz) , 8. 66 (1H, d, J = 7. 1Hz), 8. 
92-9. 16 (2H, br) . 
E S I -MSm/z : 3 6 4 (M+H) + . 
[0 4 6 4] 

mmm3 5] N- (N* -^;ven'Jy>-3-^V) - l - (6-* h*v-3- 
e i; ^ ;V ) _ 5 _ ? ^ - ; v- 1 h- if 9 V- /v- 3 - # 5 K&Btfl 

[0 4 6 5] 
[ft 7 3] 



MeO 




[0 4 6 6] . , . . 

HJfe0l!3 4 ON- (t°niJy>-3-^JV) -1- ( 6 t^>-- 3 - tl V i>;V) - 
5-7x-^-lH-K"7 V*- ;v- 3 - 77 ;V^>^ 5 K&lfcBl (222mg) „ 35%* 
jVAJ )VfH KtJcyM (2 2 0 ^1) , XOWBi (159/z \ ) <D*-$ ( 1 0 m 1 

) vW^^TyTK*^*^*^ > 'J** (7 0mg) SrJjnx.^^2^FHai^L^o RJS 

y'J*y;vfi7n^^77^- (^nn^A-^^'^) tiSLN- (N' - 
^fMfn'J 3 --f;V) -1- (6-> f^y-S-li'l^^) - 5-7*-^- 

lH-t'7y^V-3-*WH5F (187mg) WitU#/;„ itt£v^ 

ffi«E# 2005-3017509 



mm 2003-434726 



^-v : 72/ 



f . ;VJ ,_^ ;Vh ^^y-;V JlECiffL, lMtf-x^y-;« (0. 5 5 

ml) *irax.«#U IfffiSfr^HtLSSft^ (19 7mg, 8 4%) fcftfco 
[0 4 6 7] 

1 H-NMR (400 MHz, DMSO-de) S : 1. 97-3. 92 (6 H, m) , 2 
. 8 3h2. 8 4 (3H, s) , 3. 8 7 (3H, s) , 4. 5 9 - 4. 6 9 t :A 7 1 
-4. 8 1 (1H, m) , 6. 9 0 (1H, d, J = 8 . 8 Hz) , 7. 0 7 1H, d 
J = 2 4Hz) , 7. 23-7. 31 (2 H, m) , 7 . 35-7. 4 4 (3H, m 
) 7 6 9 - 7. 7 8 ( 1 H, m) , 8. 17 (1H, d, J = 2. 7Hz) , 8. 7 
8 3 (1H, d, J -7. 5Hz), 1 0. 5 7 - 1 0. 7 3 2:10. 79-1 
0. 9 5 (1 H, b r) . 
E S I -MSm/z I 3 7 8 (M+H) + . 

10468]- ,„^x. 
[^3 6] N — 1 - S» f-;V^^;v) -1- (6-^> 

^^_ 3 -trv^y->l/) -5- (2-tf'jv;v) -iH-e?^-3-*mt 

5 K 

[0 4 6 9] 
[ft7 4] 



MeO 




[0 4 7 0] 

N _^^»t^y*;Kf-;V-2-^W7-> (2. 1 6 g) fc2. OM^f 
;VT 5 >©f h ? K FD 7 9 > W ( 9 . 0 9ml) fcfflv^ 1 t |Wtff T? 

2 3 3 g 9 6%) ^l#at|/:o - ^ > y/Wt* xM* ( 2 . 3 3 g) 

(50ml) «W6»2) hlW]^^^-&«SL2-T5y- 2, N, N 
- h ^f)^n^>i7^ KWco K^fbyli ^77> U 0 0m 

1) ^^^L7jc^bT;V^ — »J A (4 5 4 mg) fctKIx. 1 6 R$Mft]ftkXHC Lfco 

m$ik, KBm^MTmm^ r * ^ v * * * J ~ )]/ * ^ *■ L f - ° ^u?&> ^ * * 

ffiTJ g^ LW ^ tL^JSatt' ^nn/r/ *Jnx.iE7fc^m^ ^ ~> ^ A Lfco MM 
****EET**L2. N 1 , N'-FU^fiV-l, 2 - £o^>^T 5 > ( 0 .6 

oog, 5 8%) zmwmtLxmzo £©^^75^(0. eoog) t## 

« 9 oi- (6-^^y-3-t"'J^^) -5- - iH-t7y 

„ ;v _3_^ ;v#> ^ (0. 232 g) ^fflv^r. «m trnm^m^mmit^m ( 

10 2mg, 3 3%) tHfrkUftfco 
[0 4 7 1 ] 

1 H — NMR (400 MHz, CDC 1 3) 8 I 1 . 47 (6H, s), 2. 36 (6H, 
s ), 2. 60 (2H, s), 4. 11 (3H, s), 7. 14 (1H, d, J =9. 3 
Hz) , 7. 18-7. 2 2(2 H, m) , 7. 2 9(1 H, b r s), 7. 60(1 
H, d, J = 7. 8Hz), 7. 73-7. 77 ( 1 H, m) , 7. 80 (1H, d, J 
= '9. 3 Hz) , 8. 3 7 - 8. 3 9 ( 1 H, m) . 
E S I -MSm/z : 3 9 6 (M+H) + . 
ytmfi-ffi ' C20H25N7 O2 t LT 

af^jl :C, 60. 7 4 ; H, 6. 37;N, 24. 79. 

: C, 60. 55 ;h, 6. 25 ;N, 24. 55. 

[0 4 7 2] 

mtiE# 2005-3017509 



&m 2003-434726 



^-v : 73/ 



K 

[0 4 7 3 ] 
Hb7 5] 



MeO 




) 



[0 4 7 4] 

!_ ( N _^> ->* ;V**~;V) 75^>^n^y^^A;V*^l (2. 63 g 

fc 2 OMvVfJVT? Kn77> (10ml) fcfflv^T, fHWJ 1 fcR 

«<D^k-eN- (1 -*J*^-)VJ3)V^4)\s- 1 -^>^n^>^;v) 

;V^^x;V (2. OOg, 6 8%) U#fc B :©^>y)VxXT^i^ 

-;v (5 0ml) «£ffi^T, «f!l6C02) t WI»0^feT?«fcab 1 - T 5 7 - N, 

n7 7> (7 5ml) «7M--)Ai)f7A (3 5 5 mg) £finx 1 4 

) y^n^yfjvrr/ (1. 14g, tift*i:Lt#fc. £<Z>TS (0 . 

4 7 0 g) t#f«40-l- (6-> h^r~>-3-H 0 V^;V) -5- 

_ 1H _ t ."7 V -_ J v-3_*;vr/i (o. 2 3 i g) *m^-c, idtfu 1 1 mmwftm 

"CW&<\&V0 ( 1 0 4 m g , 3 1%) fcHtt t LX%fz 0 

[0 4 7 5] . 
1 H — NMR (400 MHz, CDC 1 3) * : 1 . 62-1. 69 (2 H, m) , 1. 7 
8-1 86 (4H, m), 2. 12-2. 19 (2H, m) , 2. 34 (6H, s) , 

2 7 4 (2 H, b r s) , 3. 96 (3H, s) , 6. 76 (1H, dd, J = 8. 
8, 0. 5Hz), 7. 2 0 (1H, s) , 7. 2 0 - 7. 2 4 (2 H, m) , 7. 4 2 

(1H, ddd, J = 7. 8, 1. 0, 1. 0Hz) , 7. 60 (1H, dd, J = 8. 
8 2. 7Hz) , 7. 70 (1H, ddd, J = 7. 8, 7. 8, 2. 0Hz) , 8. 
12 (1H, d, J = 2. 2Hz) , 8. 4 8 - 8. 5 0 ( 1 H, m) . 
E S I -MSm/ z I 4 2 1 (M+H) + . 

5c*59-*f: C23H28N6O2 LT 

gMHtlC, 65. 69; H, 6. 71; N, 19. 99. 
mmm : C , 65. 7 1 ; H, 6. 73 ;n, 20. 12. 

[0 4 7 6] , 

[£Jfc«3 8] N- (1, 3-v^f-;VtTm; v>-3 -A W -1- (6-^h^v- 

3 _tfij ^"v— ;v) -5- (2-tfV> f ;V) -lH-^7y-^-3-*JVm^ F 

[0 4 7 7] 



miE# 2005-3017509 



#H 2003-434726 



^-v : 74/ 



[ft 7 6] 




[0 4 7 8 ] 

2 - ^fjv7 5 yf^m (2 . 0 0 g) 
^ f jV7^ V f;vxxr^ (1. 



, /^*^A7mK (2. OOg) W2- 
0 7ml) O'O'-t?^ (2 5 0ml) 3 



_ 3 _ tf n i; y > % fr^yWL* ^)V^7,T)\< ( 0 . 7 7 0 g , 2 1%) LT-fr 
fe 0 i^^f;^f^ (0. 770g) <7)^^y-;v (15ml) ill:, iSI^tK 
mft^ b V (15. 0ml) «:Unx.^ia-e 1 9 H#W«#L7to EUSifcK 1 Mfe 

mm&mm a 5. omo ^nx./^ Rjs«^Mi±TW*M#^tL^a^2-^ 

2 _^n/sv (2 0ml) > f'JxfjV7<> (1. 0 2ml) &£&i>yx. 
-)^^*'J)V7y'F (1. 5 8ml) fcin*. 1 7 1* Lfco 

Mi:4StSS-y^^*>^» (10ml) Srimx.M-e4 «FlW«#Ufeo RB&M 
«ETf*l3-75y-l, 3-y^>fn-jy>fi|I^:f/:„ ^7^Hn 
'Jv>W^ih#filO©l- (6-* h^->-3-tfV^^-^) -5- 

( 2 -ifi;>?;v) - l H-fc^v"*-^- 3 -*n/>K^Bft (o. 2 3 2 g) £J3v^T, mm 



1 7 %) Ltffc 



2. 7 
(3 H, s 
7 . 19- 



4 - 

) 

7 



5 
H 

. 8 0 
7. 

2 2 



1.63 
m) , 2 . 
( 1 H, m) 
0 8 (1H, b 
(2H, m) , 



!ft#%& ( 1 6 9 m g 

[0 4 7 9] 

1 H-NMR (4 0 0MHz, CDCls) 
6 ( 1 H, m) , 2. 24-2. 32 (1 
2 . 6 7 (2 H, m) 
. 8Hz), 4. 12 
, J = 9. 3 H z) 
8 H z) , 7. 7 3 
ESI -MSm/ z 

[0 4 8 0] , 
[H*fe0!l3 9] N — (2-KhW-l, i_v^^;v^^;v) -1- (6-^h^v 
_ 3 _tfV^^-;V) -5 - (2-tfUv;V) -lH-f7^-3-*;vW5F 
[0 4 8 1 ] 
[ft 7 7 ] 



. 7 7 (2 H, 
9 4 (M+H) 



m) , 8 . 3 6 



(3H, s) , 1. 9 9-2. 0 
3 7 (3 H, s) , 2. 5 8- 
, 2. 9 8 (1 H, d, J = 9 
7. 13 (1 H, d 
(1 H, d, J = 7. 
( 1 H, m) . 



r 
7 
8 



s) 
6 0 
3 8 




OH 



MeO 



[0 4 8 2 ] 

tpjiowi- (6 3 -try r^-fr) -5- (2-t±vv;v) - 1 h 

_5 9v -_;V-3-5&;V^>m (3 0 Omg) 2 -75 2 -^fJV- 1 -7°n;V 

-;v (115^1) ^fflv-r. mmm i 1 R«io^«-e««ft'frW ( 2 9 3 m g , 79% 

ffifiE# 2005-3017509 



#11 2003-434726 



^-v : 75/ 



[0 4 8 3] 

1 H — NM R (4 0 0MHz, CDC h) 
d, J = 6. 2 3Hz), 4. 13 (3 H 
z) , 7. 0 6 (1 H, b r) , 7. 13 

2 H, m) , 7. 6 0 (1 H, d, J = 7 
1 6 H z) , 7. 7 6 (1 H, m) , 8. 
FAB-MSm/z : 3 6 9 (M+H) + . 

[0 4 8 4] 

immm 40] n - (2->h*->-i, 

3 - tr v - 5 - ( 2 - tr v v;v) 

[0 4 8 5] 
[<b 7 8 ] 



OMe 



* : i . 4 2 

, s) , 4. 

( 1 H, d, 
. 8 1 H z) 
3 6 ( 1 H, 



(6H, s) , 3. 7 1 (2H, 
8 0 (IH, t, J = 6. 2 3H 
J = 9. 16Hz), 7. 22 ( 
, 7. 7 3 (1 H, d, J =9. 
d, J =4. 03Hz) . 



1 -v^ f-^xffl/) -1- (6— > >^">' 
1 h — tf 7 y*- ;v- 3 - # ;v^>-+ 5 K 




MeO 



[0 4 8 6] 

6 0 %7&mit1- Y U * A (7mg) <7)7-h-7tKn77> (1 

00 3 9 ON- (2 -fc Kn*->- 1, l-y^fJVif;V) -1 
tfi;^v^-;i/) -5 - (2-tfVv;V) — 1 H — tf "7 — 3 
mg) *M-ein*.«#L;fco RC&tRt-a^^-^^ (2 6^ l 
JRJES «C fc* fc * d n * ;v A * iu tL L „ ttti * $ft7K» v ^ 

im*ms.T%£ l# <b -> u * * * ^ 
;v A _ ^ ^ y _ ;V ) x-mm L»»ffc#« ( 4 0 m g , 70%) £ 

[0 4 8 7] 

1 H — NMR (4 0 0MHz, CDC 1 3 ) 
, s) , 3. 5 2 (2H, s) , 4. 12 

12 (1 H, d, J -9. 28Hz) , 7 

J = 7. 81, 1. 47Hz), 7. 78 

1 H, m) , 8. 3 6 (1 H, d, J =4 

FAB-MSm/z : 3 8 3 (M+H) + . 



8:1. 4 8 (6 H, 
(3 H, s) , 7.. 0 

2 0 (2 H, m) , 
(1 H, d, J = 9 . 

5 2 H z) . 



m 1 ) Mrl 
- (6-^h^v-3- 
-ljA'tf*V-5. K (50 

) £ijn*.4i$ra«*m, 

s ) , 3 . 4 1 (3 H 
4 ( 1 H, b r ) , 7 . 
7. 7 3 (1 H, d d, 
1 6 H z) , 7 . 7 6 ( 



[0 4 8 8] 

mmm* 1] n- 

- t?'J - 5 - 
[0 4 8 9] 
7 9 ] 



[ (3R) - 3 -x h 7t Kn7 9-^] - 

( 2 - try v^) — l H — tf 9 3 - 



1- (6-^ 




MeO N 



[0 4 9 0] 

##1?Hoi- (6-* h^v-3-tn;^;v) -5- (2-try^;v) -ih-k? 

V *_,V_ 3 (2 9 6 m g) (R) - ( + ) -3 -7^r h7t 

> p -b;vx>x;v*yi (3 1 img) *m^x, mmi tmmo^m^mm^m 

tiifjE# 2005-3017509 



#fl 2003-434726 



^-v: 76/ 



7 8 
, 7 
, 7 
7 , 



9 7 ( 1 H, m) 
, 3 . 9 6-4. 
( 1 H, d d, J = 8 . 



3 
(5 



0 



9 
8 



. 2 
. 7 
0 . 



7 . 
5 . 



1 - 7 . 2 4 ( 1 H, m) 
1 (1H, 
5 H z ) , 



d, 



J = 7 . 7 
9 (1 H, 



(14 4mg, 3 9%) fcH-ffcfc LT&fco 
[0 4 9 1 ] 

1 H — NMR (400MHz, CDC Is) 8 l 1. 96-1. 
3-2. 37 (1H, m) , 3. 7 8 - 3. 8 8 (2 H, m) 
H, m) , 4. 7 3 - 4. 7 6 ( 1 H, m) , 6. 
5Hz), 7. 11 (1 H, d, J = 7. 6 H z) 
7. 6 2 (1 H, d d, J = 8. 8, 2. 7Hz) 
, 1. 8Hz) , 8. 1 1 (1H, dd, J = 2. 
dq, J=4. 9, 0. 9Hz). 
ESI-MSm/z : 3 6 6 (M+H)\ 

jmftffi '• C19H19N5O3 1 lt 

Steffi :C, 62. 46; H, 5. 24; N, 1 
Htm :C, 62. 4 4 ;H, 5. 2 5 ;n, 1 

) _ 5 _ (2-tfVv;V) -lH-t!? , /-A'-3-*^t5K 
[0 4 9 3] 
[ft8 0] 



MeO 




l b-C° 



#^40-1- (6-^^-3-e>Jy» -5- (2-HW) -1H-H 
?^-3-*M>I (2 9 6 mg) n-75;ff7tFnH7^ ( i?, lm £ 
) hm^m^mm^m (18 4mg, 4 8%) SrHfrfcb-Cff 

/Co 

[0 4 9 5 1 

1 H-NMR(400MHz, CDC 1 3 ) * *. 1. 99-2. 05 (2 H, m) , 3. 9 
6 (3H s), 4. 00-4. 02 ( 1 H, m) , 3. 54 (2H, td, J - 1 1 . 
8, 2. 2Hz) , 4. 19-4. 24 (1H, m) , 6. 78 (1H. d d , J = -8 . 
7, 0. 6Hz) , 6. 87 (1H. d. J = 8. 1Hz) , 7. 2 2 - 7. 2 4 ( 1 H 
, m ) , 7. 4 4 (1H, dt, J = 7. 9, 1. 0Hz . 7. 6 2 (1H dd J 
= 8. 7, 2. 8Hz), 7. 7 0 - 7. 7 2 ( 1 H, m) , 8. 13-8. 15 (1 H 

m) , 8.4 8 - 8. 5 0 ( 1 H, m) . 
E S I -MSm/z I 3 8 0 (M+H) + . 
10 4 9 6] 

[«14 3] N — (l-U*n^f^-l-^ n/< ^) _1 ~i 6 T^I: 
, > _ 3 _t:i;^v'-;V) -5- (2-lfVS^V) -lH-^V"iV-3-A^ts 

F 

[0 4 9 7] 



ffi|IE# 2005-3017509 



mm 2003-434726 



^-v : 77/ 



• m 8 1 1 




[0 4 9 8] 

!_ ( tert _7>^y*]V^iV7^) ->^n^>^^^;v#>m (3. 12 g 
) W ^7tFn77> (2 0ml) -1 OtWh'JxWr/ (1. 9 

Oml) t^nn^vW (1. 77ml) *ix. 1 0 #W*#L/io RJfcifcfc*. 

A (1. 5 5 g) <7> 7 X (15ml) «£*n;l 3 0#W*#Lfco K 

mm r^t im* l . *«* «: «i»^ ^ * -> * a -?nm l * » mm 

tert-^xWV (0. 7 5 0 g, 2 5%) *BH*fc LT#fc 0 ^^ v flf a 
x;v#(0. 7 5 0 g) C4SigIi-Wt>»«(10ml) *to«»^3J*W 
^WLfco RJfe#**«ffiT«*U l-U'narW^^n^/fiV7r/« 

*#*:«, £«7V/#fc#f«9Wl- (6-* **^- 3 -*' ) f^Z ,V) ~lZ^ 2 : 
-tfijy^) _iH-t 0 9v^;v-3-7V;v^>m (0. 6 9 6 g) £J^T, *IMl 

fcra*0^ffi-C»«'fk'&' l » ( 5 9 2 mg, 4 3%) £ r X t LT#/c c 

i H L° N 4 M 9 R (4 0 OMHz, CDC Is) * : 1. 6 7 - 1. 9 4 (6 H, m) ,1. 9 
8-2. 0 5 (2H, m) , 3. 7 8 (2H. d, J = 5 . 9Hz), 4. 13 (3H 
s) 4. 63 (IH, t. J=6. OHz) , 7. 14 ( 1 H. d, J = 9 3Hz) 
7 15 (IH br s) , 7. 19-7. 2 3 (IH, m) , 7 . 2 3 ( 1 H, s 
J 7 6 0 - 7'. 62 (IH, m) , 7. 73 (IH, d, J = 9. 3Hz) , 7. 7 
5 '(1H, ddd, J = 7. 8, 7. 6, 1. 7Hz), 8. 36-8. 38 (IH, 
) . 

E S I -MSm/z : 3 9 5 (M+H) + . 
7G*#*f : C20H22N6O3 t LT 

Sla® : C , 60. 9 0 ;H, 5. 6 2 ; N , 21. 31. 

HMffi : c, 60. 80;h, 5. 53 ;n, 21. 31. 

M 1; v^) - 5 - ( 2 - tr u v;v) - 1 H - 1° 9 y- ;v- 3 - 77 ;V**3f ^ 5 F 

[0 5 0 1 ] 
[itS 2] 



m 



MeO 




v ^ ;v _3_^;v^>m (0. 23 1 g) kfh7tFD-2-77-;MWr/ ( 
0. 12 1ml) *ffiV>t, ^1 traWfttiSW (2 5 Omg, 8 4%) 

tHfiE# 2005-3017509 
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78/ 



6 9 
, 3 
9 3 



6 0-1. 
( 1 H, m) 

3 . 8 7-3. 
m) , 6 . 7 7 

4 3 (1 H, d 
, 7. 7 1 (1 H, 
J = 2 . 9 H z) , 



[0 5 0 3 ] 

1 H-NMR (400 MHz, CDCls) S : 1 
7-1. 95 (2 H, m), 1.99-2. 07 

H, m) , 3 . 7 1-3. 80 (2 H, m) , 
6 (3H, s) , 4. 0 6-4. 12 (IH, 
z) , 7. 2 1 - 7. 2 8 (3 H, m) , 7. 
6 2 (IH, dd, J = 8. 8, 2. 7Hz) 
7. 6, 1. 7Hz), 8. 11 (1 H, d, 
1 H, m) . 

E S I -MSm/z : 3 8 0 (M + H) + . 
[£ttff4 5] N- [(1R, 2S) -2-7Kn^nrn^] -l-(6-> 

[0 5 0 5] 
UtS 3] 



(1 H, m) , 
3 9-3. 4 
(1 H, m) , 
d, J = 8 
. 1 H z) 
, J = 7 
9 - 8 . 



(1 H, 
J = 8. 
d d d 
8. 4 



8 
(1 
. 9 
. 8 H 
, 7. 
. 8, 
5 0 ( 



K 




MeO 



[0 5 0 6 ] 

4 <D 1 - ( 6 - > h v - 3 - Vf i; y 
7-^-3-*^**^ (2 5 0mg) t (1 
75 ><7)f (2 5 0 m g) £J3v^T, 

mg, 2 7%) *mfa£ ItH^o 
[0 5 0 7] 

1 H — NMR (400 MHz, CDCls) * : 
. 5H, m) , 1. 2 6 (1 H, m) , 3. 0 
9 6 (3 H, s) , 4. 6 6 (0. 5 H, d t 
2 (0. 5H, d t, J = 5. 6 2, 3. 0 5 
79, 0. 49Hz), 7. 15 (IH, br 
H , s ) , 7. 4 3 (1 H, d, J = 7. 9 4 
7 9, 2. 6 9 Hz) , 7. 7 1 (1 H, d t 
1 (IH, d, J = 2. 2 1Hz) , 8. 4 9 
7C*^$f : C18H16N5O2F <h Lt 

mmm :c, 6 1 . u ;h, 4. 56;n, 
mmm. : C, 6 1 . 1 2 ; H, 4 . 6 3 ; N, 

[0 5 0 8] 

[»J4 6] N — (1 -fcJWt^ 1 - 

-tfi;^;v) -5 - (2-tfijv;v) -1H- 

[ 0 5 0 9] 



;v) - 5- (2-t"'Jy» -IH-*?? 
R, 2 S) -2-7JViny?n^nifjV 



1 . 0 3 (0. 5 H, m) , 1 - 10 (0 
5 (IH, q, J = 5. 6 2Hz) , 3. 
, J = 5. 62, 3. 05Hz), 4. 8 
Hz) , 6. 7 7 (1 H, d d, J =8. 
) , 7. 2 3 ( 1 H, m) , 7. 2 7 (1 
Hz), 7. 61 (IH, dd, J = 8. 
f j = 7 . 94, 1. 71Hz) , 8. 1 
(IH, d, J = 4. 7 6Hz) . 

19. 82. 
19. 68. 

• ^f;vxf;i/) -1- (6-^ 



ffiiiE#2 005-3017509 



12003-434726 



^--y: 79/ 



Ut 8 4 ] 




CONH, 



MeO 

i/n-^I- (6-^^y-3-f'Jy» -5- (2-fJv» -lH-tf^y 

##«4«>1- (6-^^-3-^Jy» -5- -IH-^J 
y-;v-3^M->f (3. 0g) fc2. 2-^WJ->^^^«l 

(l 9g) *fflv^r, ^*s^7 n- [1- (6-^>^v-3-t; 

jV ^ijy>xf)H^f^ (3. 8 g, 9 1. 6%) tiiftfcfcLrftfco 

1 H-VmV (4 0 0MHz, CDCh) 511. 29 ( 3 H, t , J = 7 . 1Hz), 

1. 68 (6H, s) . 3. 93 (3H, s) , 4. 24 (2H Q J = 7. 1Hz) 
6 7 7 (1H, d, J = 8. 8Hz), 7. 20-7. 2 6 ( 1 H, m) , 7 . 22 

' (1 H s) 7.41-7. 45(1 H, m), 7. 63(1 H, dd, J = 8. 8, 

2. 9Hz) , 7. 6 9 - 7. 7 3 ( 1 H, m) , 8 . 1 2 (1H, d, J = 2. 7Hz 
), 8. 48-8. 50 (1 H, m). 

E I -MSm/z : 4 0 9 (M + ) . 

2 ) { N-Yl- (6-> h^v-3-^'J v;v) -5- (2-^Jy» -1H-^V» 
-;v-3-^;V*^;V] -1, l-v^^Vv> 

_h|BN— [1- (6-> >^v-3-tfiJ v;v) -5- -lH-fc* 
y_ ;V _ 3 _#;V^-;V] -1, l-y^H''Jv^f^r* (2. 0 g) 
f 7KFD77> (9 5ml) tTjC (2 5ml) W^. U * A -#*J4*J (4 1 

Omg) *Jfl«»T2 4l*niW*L;fco R£*fc*im*iIl*.'Mntk ^^ nn fJ^ 

N _ [!_ ( 6 -^ b^rv-3-^V v;V) -5- ( 2 - t? U vhV) - lH-^V-iV 
_ 3 _^ ;V ^-;V] _i, l-y^WJy> (1. 8g, 9 5%) *#fco 

1 H-VmV (4 0 0MHz, CDCh) * I 1 . 71 ( 3 H, s), 3. 96 ( 3 H, 
s) 6 77 (1H, d, J = 9. 0 Hz) , 7. 36 (1H, brs),7. 42 ( 
1H' d J = 7. 8Hz), 7. 61 (1H, dd, J = 8. 8, 2. 7Hz), 8. 
13'(1H, d, J = 2. 7Hz), 8. 51 (1H, d, J =4. 6 Hz) . 
E I -MSm/z :381 (M + ) . 
[0 5 14] 

3) mmit^m , . , „ 

±15N- [1- (6-^^y-3-f'Jy» -5- (2-t±i)v;v) - lH-t7 
y_;V- 3 -#;l/**~;V] -1, 1 *s> (3 5 Omg) h 2 8 % 7 

T7X (0. 6ml) mMWl hmU^m-znUi^m (2 2 0mg, 6 2% 

[0515] 

1 H — NMR (400 MHz, CDCh) * : 1. 70 (6H, s), 3. 97 (3H, 
s) , 6. 78 (1H, d, J = 8. 8Hz) , 7. 2 2 - 7. 2 9 (2 H, m) 7 . 
42 (1H, d, J = 7. 8Hz), 7. 62 (1H, dd, J = 8. 8, 2. 4Hz) 
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; 7," 6 9 - 7. 7 3 ( 1 H. m) , 8. 12 (1H, d, J = 2. 7 Hz) , 8. 5 0 
'(1H, d, J = 4. 9Hz) . 
E I -MSm/z 13 8 0 (M + ) . 
[0516] 

[«jfc*U 7] N-^;V/^^;V^f-;v-N- t e r t - 1 - ( 6 - * 

3-3Vv;v) -5- - i h- er/-^- 3 

[0 5 17] 
Ht8 5] 



MeO 




CONH, 



y_>l,_ 3 (2 3 Omg) fc##«2 801- t e r t -7W^7>fe 
^K(lOOag) *fflv>T. »7^#«t«^ (HOmg, 6 0 
%) Ltftfco 

iH- 0 NM 1 R(4 0 0MHz, CDC h) Tl. 5 7 (9H s) 3 9 4 (3 H, 
8 ) 6. 7 3 - 6. 7 5 ( 1 H, m) , 7. 0 8 - 7. 2 8 (2 H, m) , 7. 4 1- 
7. 76 (3H, m) , 8. 0 5 - 8. 5 2 ( 1 H, m) . 
E I -MSm/z : 4 0 8 (M + ) . 
%mfr%r : C21H24N6O3 • 0. 2 5H 2 0tLT 
Stttt: c, 6 1. 0 8 ;h, 5. 9 8 ;n, 2 0. 3 5. 

C, 6 0. 9 6 ; H, 5. 8 6 ; N, 2 0. 6 3. 



[0520] ^ , . , , _ , , , 

[*Jfc*4 8] N — (i-#^^^-l-^^n^^) -1- 

-5- (2 -try**) - iH-ifr/-;v-3-*^^ 



[0 5 2 1 ] 
Kb 8 6 ] 




H CONH, 

MeO^N 

./-^-3-*^#>m (3 0 6 mg) h#^2601-7^-l-v^A^y 
^ V/m5FMJ7jVi nI«I (2 5 Omg) £J3V>T. «^97fc|WI^^^ 
H^tJ (3 9 Omg, 9 2%) tB#fcL"Cftfco 
[0 5 2 3 ] 

i H — NM R (4 0 0 MHz, CDC 1 3) S : 1. 7 5 - 1. 9 0 ( 4 H m) , 2. 1 
5 - 2 2 0 (2H, m) , 2. 4 0 - 2. 5 0 (2 H, m) , 3. 97 (3H s) , 
5. 3 5dH.br s) , 6. 78 (1H, dd J = 8 8, 0. 5 Hz) 7 
0 1 (1H, br), 7. 17-7. 2 6 (3H. m) , 7. 4 1-7. 4 3 (1H, m 

ffiaE# 2005-3017509 



mm 2003-434726 



^-v: 81/ 



) 7 5 9-7. 6 1 (IH, m) , 7. 6 9 - 7. 7 4 (lH,.m) , 8. 12-8 

. 1 3 (IH, m) , 8. 4 8-8. 5 1 (1 H, m) . 

EI-MSm/z : 4 0 6 (M + ) . 

%mfr$r : C21H22N6O3 • 0. 25H 2 0tLt 

Sffeiit: C, 6 1. 3 8 ;H, 5. 5 2 ; N, 2 0. 4 5. 

mm: c, 6 1. 1 2 ; H, 5. 3 8 ;n, 20. 18. 

[*ttfl4 9] N-*;w^;V^;v-N- (t e r t -Jt^ZlZ < 5 ^ 
2 _ e 1; v?;v) - 5 - 7 ^~;v- 1 H-^v'-iv- 3 - iJ * h 

[0 5 2 5] 
lit 8 7 ] 



MeO 




3-#JI/#vBfc (2 3 Omg) kWW2 80l-t e r t-^ti /^I * 9 

ioomgltlv^ W1503) fc»»II«(17 5mg, 5 2 

[ 0 5 2 7 ] 

1 H — NM R (4 0 0MHz, CDC Is) 9 11. 5 7 (9H s) 3. 8 7 (3H 
s ) 4 27(1. 5H, br s), 6. 88 (IH, s), 7. 18 — 7. 
7H! m) , 8. 00 (IH, d, J=2. 9Hz) . 
EI-MSm/z : 4 0 7 (M + ) . 
[ 0 5 9 8 ] 

rJ-fc&^iic; m XT f, i e-2 -#;w^-f ;v- 1 - n^>f-;v) - 1 - (6 

MM 5 0 ] tf n ^ u . . _ 2 2 * y ^ _ x h _ ^ 3 _ # , 

K 

[0 5 2 9 ] 
lit 8 8 ] 



MeO 




CONH 2 



K (15 3. 8mg) *tfv>T, £)fc*l 1 (137 
mg, 3 4%) ^l#tLT|/:„ 

iH-NMR (4 0 0MHz, CDC 1 3) * : 1. 8 3 - 2 1 7 ( 6 H , m) 3 . 0 
9 (IH, q, J — 7. 5Hz), 3. 95 (3H, s) 4. 6 2 - 4 6 4 (IH 
m ) 5. 26 (IH, br s ) , 5 . 8 0 ( 1 H , b r s),6. 77 (IH, d 
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, J-= 8 . 8 H ;) , 7. 2 3 - 7. 2 5 (1 H, m) . 7. 3 7 - 7. 3 9 (2H m 
) 7 6 2 - 7. 6 7 ( 1 H, m) , 7. 6 5 - 7. 7 2 ( 1 H, m) , 8. 0 8 (1 

H ' df j =3. 4 Hz) , 8. 50-8. 52 ( 1 H, m) , 
ES I -MSm/z : 4 0 6 (M+H) + . 
To 5 3 2 1 

[WJ5 1] N-y^nW-l- ( 6 -^ v;v) -5- (2-tT 

i; - 1 H — tf 9 V— 3 K 
[0 5 3 3] 
[4k 8 9 ] 




MeO 

^-3-*^»(2 9 6mg) hy^nwr/ (8 5. 3 m g) 
, SfcSfrW 1 ( 2 3 0 m g , 6 5%) LW- 

>H l -NMR (4 0 0MHz, CDCls) * I 1. 7 4 - 1. 7 7 ( 2 H , mj » . 1. 9 
7-2. 07 (2H, m) , 2. 3 9 - 2. 4 6 (2 H, m) . 3. 96 (3H. s) 
4. 5 9 - 4. 6 3 ( 1 H, m) , 6. 78 (1H, d. J = 8. Hz) 7 09 
1H d T = 8 1Hz) , 7. 2 1-7. 2 6 (1H, m) , 7. 4 3 - 7. 4 5 ( 
H, m) 7 6 2 (1 H. dd, J-8. 8, 2. 7Hz) 7 71 (1H. td 
J = 7. 7, 1. 8 Hz) , 8. 13 (1H, d, J = 2 . 7Hz), 8. 48-8. 
4 9 ( 1 H, m) . 

E S I -MSm/z : 3 5 0 (M+H) + . 
r«#!l5 2] N— (exo-2-tfv^n [2. 2. l] ^T^V) -1" (6-* b 

[0 5 3 7] 

Mb 9 o 1 



MeO 




iUnl\- ( 6 -^*v-3-^v;v) -5- (2-^^) -lH-^ 

^_ ;v _3_^;v^^>m (2 9 6 m g ) texo ~ 2 " T ii^«f H " ii-,;- * J 

(1 7 7mg) *fflv>-C, mSmi kH#0**-eIIft** (14 5m 
g, 3 7%) tI#iLtft^o 

[0539] ^^o^iTT\iq 
1 H — NMR (4 0 0MHz, CDCls) 5 : 0. 8 9- 0. 9 3 ( 1 H m) 13 
0-1. 6 7 (1 1H, m) , 2. 19-2. 24(2H, m) 2 5 6 - 2 5 8 ( 
1H, m) , 3. 9 6 (3H, d, J = 2. 0Hz) , 6. 7 8 (1H. d. J -8. 8 
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83/ 



Hz) , 7. 0 1 (IH, -d, J = 7. 4Hz), 7. 2 0 - 7. 2 6 (IH m , 7 
. 4 3 - 7. 4 5 (IH, m) , 7. 62 (IH, dd, J = 8 8 , 2. 9Hz) 7 
7 0 - 7. 7 2 (IH, a), 8. 15 (IH, d, J = 2. 0Hz) , 8. 4 8-8 
. 4 l 9 (1 H, m) . 

E S I -MSm/z : 3 9 0 (M+H) + . 

[^5 3] N-v^n^^v;v^^;v- 1- (6-^^fy-3-fijy» -5- 
(2 -tf V - l H — tf 9 V— ;v— 3 -fc/i^^-iM K 
[0 5 4 1 ] 
[ft 9 1] 



MeO 




##«4^1- (6-^*v-3-^Jv;V) -5- CZ-^r^ "i H T^ 
^^-3-*^* (2 9 6mg) fc-^n^^W^ / (156jU « 

m^x, mmmi tmm^m^mm^m (issmg, 4 8%) 

'H-NMR (4 0 0MHz, CDC 1 3) * : 0. 9 6 - 1. 0 4 ( 2 H, m) . 1. 1 
2-1. 3 0 (4H, m) , 1. 6 1-1. 7 6 (5H, m) , 3. 3 0 (2H t J 
= 6. 6 Hz) , 3. 9 4 (3H, s) , 6. 7 7 ( 1 H, d J = 8. 8 Hz) 7 
0 1-7. 0 2 (IH, m) , 7. 2 1-7. 3 1 (IH m , 7. 4 4-7. ^ ( 
IH m) , 7. 6 1 (IH, dd, J = 8. 8, 2. 5Hz), 7. 7 1 ( 1 H. t d 
, j! =7. 7, 1. 8Hz) , 8. 13 (IH, d, J = 2. 5Hz) , 8. 48-8. 
4 9 ( 1 H, m) . 

E S I -MSm/z : 3 9 2 (M+H) + . 
[«*«5 4] N-p<f-;V-N- t e r t-^V-l- (6-> Hf*-3-tfV^ 

[0 5 4 5] 
[ft 9 2 ] 



MeO 




##«901- (6-^^->-3-t'U^V) -5- (2-t'J^V) -1H- 
t r« v r->i,-3-*>l'*K>'Ife (300mg) fcN-tert -77fr**-n>7 * ^Ji? 
5^1) £ffl^T, HiSfIj7fc|WI#O^T^©ft^% (2 0 0mg, 54%) £HH££ 

[0 5 4 7] 

1 H-NMR (4 0 0 MHz, CDC 1 3) «? : 1 • 5 4 (9H, s) , 1. 6 2 (3H 
s) , 3. 19 (3H, s) , 4. 10 (3H, s) , 6. 9 9 (IH, s) , 7. 12 
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^— V : 84/ 



8 



(1H, d, J = 9. 03Hz), 7. 21 (1H, dd, J = 7. 
) , 7. 5 5 (1H, d) , J = 8. 06Hz) , 7. 74 (1H, 
, 1. 71Hz) , 7. 83 (1H, d, J = 9. 03Hz) 
= 4.. 6 4H z) . 

FAB-MSm/z : 3 6 7 (M + H) + . 
[0 5 4 8] 

5] N-^^-^^^^-l- (6-^ 

- tf 'J v ;v) - l H - 1? 9 y- ;v- 3 - * ;v^^-9- 5 K 

[0 5 4 9 ] 
lit 9 3 ] 



8 1, 4 . 6 4 H z 
d t , J = 7. 8 1 
4 1 (1 H, d, J 



tf ij - 5 - ( 2 



MeO 




[0 5 5 0] 

9(7)i - ( 6 - ^ h * ■■>- 3 - tf v yv-w - 5 - 

^ >/-;v- 3 -*;V^>-^ (2 0 0mg) i:U^>^7 



(2 — tf u v;v) - 1 H- 
* > ( 5 9 m g) 



[ 0 5 5 1 ] 

1 H — NM R (4 0 0MHz, CDC h) 
d, J = 6 . 6Hz) , 4. 128 ( 1 , 



( 1 5 5 m g , 5 8%) U#to 



s) , 7. 0 4 
z) , 7. 19 
7 3-7. 78 
E I -MS m/ 
[0 5 5 2 ] 

mmm 5 6 ] 

2 - tf 1; 

[0 5 5 3 ] 
[lb 9 4 ] 



- 7 . 0 9 ( 1 H, 
-7. 3 0 (1 H, 
(2 H, m) , 8. 
z : 3 6 6 (M + ) 



m) 
m) 



d 
2 
7 
7 



x 



3 7-8 



9 9 (9 H, 



s) , 
(1 H, 
(1 H, 
(1 H, 



4 . 

d d 
d, 

m) 



s) , 3 . 2 7 (2 H, 
13 0 (1/2 x 3 H , 
, J = 9. 3, 0. 5H 
J = 7. 8 H z) , 7. 



N _v^n^>^;v- 1 - (6-* h*i/-3-tTU^V-^) -5- ( 
— i h — tf 9 v*-;v- 3 - * 5 F 




[0 5 5 4] 

##fU901- (6 -<* h^v- 3 -tf ij ^y-^) -5- (2-tfiJ^;V) - 1 H- 
t"7V-)V-3-*JKf>| (2 9 7 mg) ty^o^>Wr/ (1 9,1 *m 
V>T. ^7tra»«^-e«fi^» (2 7 4 mg, 75%) 
[0 5 5 5] 

1 H — NM R (400MHz, CDC 1 3) * I 1 . 5 0- 
5-2. 13 (2H, m) , 4. 13 (3H, s) , 4. 

0 H z) , 7 . 1 
7. 2 6 (1 H, 
(2H, m) , 8. 



) 



6 . 9 0 (1H, d, J = 
) , 7. 20-7. 21 (1 H, 
= 7. 8Hz) , 7. 74-7. 



1 0 

m) 
7 6 



1 . 7 5 (6 H, m) , 
4 2 (1 H, q, J = 7 
3 (1 H, d, J = 9. 
s) , 7. 6 1 (1 H, 
3 7 (1 H, d, J =3 



2 . 0 
. 2 H 

3 H z 
d, J 
. 9 H 
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z).*, 

ESI-MSm/z ! 3 6 5 (M+H) + . 

[0 5 5 7] 
Kb 9 5 ] 



MeO 




if>-*W-3-*)V*>) -5- "iSz" 
3 (2 9 6 mg) fcT-T/ (3 1 1 mg) *ffiv^ Wli: 
ra»<0^ffi-CiSHB i ffc^W (15 8mg, 4 3%) 4r@#k LTftfco 

iH-NMRUOOMHz, CDC Is) 5:3. 98 (3H, s) 6. 8 0 (1H. 
d, J = 8. 6Hz) , 7. 12-7. 16 (1H. m) , 7. 2 - 7 3 0 ( 1 H 
m 7 36-7. 39 (3 H, m), 7. 46-7. 52 (1 H. m). 7. 65 ( 

?H. dd, J = 8. 8, 2. 7Hz) , 7. ™- 7 7 6 (3 H. m) . 8 17 ( 
1H, d, J = 2. 7Hz), 8. 5 1-8. 5 2 (1H, m) , 8. 7 7 (1H, s) 

ES I -MSm/z : 3 7 2 (M+H) + . 

[^WJ58] N — (2-*y*A0 -1- (6-^^-3-^^) -5- (2 
- tr u v;v) — l H — tf 7 V— ;v — 3 — * ;v*^ 5 F 
[0 5 6 1 ] 



Hk9 6] 



MeO 



iwuoi- (6-^^-3-^^) -5- (2-^;v;v) - ih-« 

^-,1,-3 (2 9 6 mg) ^2-757 U v> (3 1 1 m g) £ffiv>T, 

«fu 1 1 mm^m^mmt&m (nsmg, 4 8%) t l c ^ 0 

i H -°N 5 M 6 R 3 (4 0 0MHz, CDC 1 3) 5:3. 96 (3H, s ) , 6 8 0 ( 1 H, 
d, J = 8. 8Hz), 7. 0 7 (1H, ddd, J = 7. 4, 4. 9 1. Hz). 
7 2 4 - 7. 2 9 (1 H, m) , 7 . 3 5 (1H s) , 7. 4 4 - 7. 4 6 ( 1 H. 
m) . 7. 6 9 - 7. 7 5 (3 H, m) , 8. 11 (1H, d, J = 2 9 Hz) 8 
3 3 - 8. 3 4 (1 H, m) , 8. 3 8 - 8. 4 0 (1 H. m) . 8. 5 3 - 8. 5 4 K 
1 H, m) , 9. 4 2 (1 H, s) . 
ESI-MSm/z : 3 7 3 (M+H) + . 
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[0 5 6 4] 

ti^i 6 oo g-ei o^Ki^fc±io^S« (ppp) 
y- p r p 2 o o a i i'^jfe«-ffc:^»o»» i p i £*nx-c 3 i °cx° 2 #w#tt&, =* -y 

-4>>2 M l**lDLt:jflL>MR«**lt5BUfco i/h»**liPAM-12C (SSR 

[lll^J2] 5 i^n^^^^^--^f- 1 (COX-1) ioi^v^n^^v^f--^f-2 

(COX- 2) lfi*ftUB ^ ^ n , 

*i«ft#»OC OX-l*iO f COX-2 Mffi^OfiJ^^ t±, Cayman Ch 

#* 560101, 560121) 4rfflv^ 0 ^ _ 

^n-7>v> (PG) ^'J^^EIA« PG^'J^/^TW 
3V yx^f7-lr- (AchE) , FV-f- (^feSIHRP^y^-n > PG 

(1) C0X-ll/:liC0X-2CJ:l)PGF2«©I4 

m-W-ffc^* (5 0^M) ^i^COX- lt/cl±COX-2 m^»3 7 W 

1 o*m»*ft. mr/tio, i «t3 7T^2^w»«Lfco 5^~* N 

_ti5 0^ 1 *iDi-CRj£*flE±Ufelft, S nC 12**1 0 0,1 SriDx. c 5*M£ 

(2) ELISACi4PGFi«Ogi o 

yf (nWGF 2 «tt#) 50, lfctn*.*:*, ±BOPGFa«i4R6*t 2 0 0 
0WfLM5 0,K AchE>V-t-5 0,ltI*»*tMtl8W 
M Lfco ftlM»*^f * 5 »ttIi^)A c h E h V-* - J Jfcfe*. 
;vv>< (El lman) |»2 0 0 , 1 **JnUfco 6 OfrWMfcWIL*:*, 405 

(3) ^^Hb^-%^P.a«^t4^#tB nli ^^ , DrF 

2 « *>8&****fco 5 0 , Mfc* C O X- 1 4 fcliC O X- 2 <D®. 

a Ojg^fi* 1 0 0 % t LtZo 
[0 5 6 6] 
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t*l] 



\ Li UJ 


I C 50 (MM) 


5 0 JUL M Id & u § 
COX - 1 Ifi-ft-iF 


r r\ n A A ^ r4- 

5 0 /X 1V1 ifT o 


4 .. 


0 . 12 


— 1 . 5 


1 Q 


8 


0 . 0 18 


— 3 . 3 


*3 1 

O . _L 


1 5 


0. 0 1 8 


13. 9 


Q O 


1 7 


0. 0 2 9 


3 9. 5 




2 2 


0 . 2 1 


0 . 8 


A 9 


2 5 


0 . 0 18 


4 . 7 


o o 
o . 


2 b 


n n r r 
u . u o o 


5 . 5 


8. 2 


2 8 


0. 0 0 8 9 


5. 4 


7. 6 


4 0 


0 . 0 6 5 


7 2 


14. 8 


4 4 


0 . 14 


4. 3 


3. 6 


4 8 


0. 19 


3. 6 


8. 7 


5 6 


0. 0 14 


-1. 8 


-0. 2 
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[li®] c o x - 1 c o x - 2 * ia#-r & - 1 ^ * v>^tt*WJ^J 




(I) 



(5^ Ani3j;^Ar2i±, ^W«ll-> l^V^L3li<7)-gmS*^-r^-^^^ 
ft 5 b < »i 6 Jl <^«*t*«£ lil^L3 1@<7)»^^^-r & - * * * ? * 

- t & ;v;^^H, 1 * L < 2 i! £ fc 

>f**, liL<tt2««5«»tttiifc**47^», l*»L<t±2«2«** 
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iRFfrffilOS^ #12 0 0 3 -4 3 4 7 2 6 

£fl-#^§- 50302151854 

»-©^±JS 0 0 9 0 



[IftfflH] WU5^12J?26 0 
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